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(57) Abstract: Compounds represented by the follow- 
ing general formula p]: [I] wherein R represents amino, 
etc.; R 1 and R 2 are the same or different and each rep- 
resents hydrogen, etc.; R 3 , R 4 , R 5 and R 6 independently 
represent each hydrogen, etc.; R 7 represents hydrogen, 
etc.; X represents oxygen, etc.; Y represents oxygen, 
etc.; and Z represents fused aryl, etc. Because of hav- 
ing an activity of showing a high blood GLP-1 level, 
these compounds are useful as remedies for diabetes, 
preventives for chronic complications of diabetes, an- 
tiobestics, etc. 
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.5 & ffi ft W 

-i y F-;MB«#tt, iSVijfii^GL P - 1 «ft*M-r*i£ttS*bTV^S Z\h.ft 
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20 §s®j<z>tfiK;*:sij UTKTcD=aa©»iai3&j#«E-r*. n i vy 
-f >x u >4i»»*fli3iujiiiti«*Ttf sfeo-c**. ^2 «ifi^±r^$nfe-r > 

— ^;U*^>^^K- 1 (£CF> GLP-l£V>3. ) tt, &»©i£!l 
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^iS^ffiltS d itCO; D JfilH^^T^ii:?) ^i^t>^t3TV^ (Eur. J. 
Clin. Invest, i22t, ^1 541, 1 9 9 2^) „ GLP-11: 

t>tl%>£tJ)m£'ZnT^Z> (Lancet, f|2#, ^1 3 0 01, 1987 

SIS* (Endocrinology, fgl3 0#, Jgl 5 9H, 199 259 , 
10 PM&omM&fe? (D i ab e t o 1 og i a, fjl4 2#, fg8 5 6H, 

1 9 9 9^) iSMW^lCtoTfe^T^.t^m^^H^l?^ 

-jftOI IS*m#!S#^0GLP- lft#fc«kt>TJlil4»GLP - 

15 WiC^^Tfe^-©H^fcMbT©»tt^5l^$nTV^ (D i a b e t o 
1 og i a, H3 6^, H7 4 1JC, 1 9 9 4^XM, |g3 9#, Hi 54 6 
1, 1 9 9 6^) 

S&Ktt, GLP-l©M^«i8m^j-[Ct^^e»-r, *ffifi«fc^ViT 
»©#Jffl£^^S21£#B*Sn(Endoc rinologyJ135i, 
20 ^2 0 7 OH, 1 9 9 4¥X«D i abe t o 1 og i a, I3 7i, Ml 1 6 
3K. 1 9 94^) , £fc, GLP-l©fli^^CJ:0^WJ^ffl^-r 
fcO|ftj%SnW5 (Digestion, Jg5 4#, ^3 6 OH, 199 
3^) 0 ££>{c, GLP-l«;#k:j;0«<b«?31»*lilWf^ffi*J**ci:'b##S 
tlTVi* (Dig. D i s. Sci. , I43t, I1113I, 1 9 9 8^) . 

25 *&m<D{k&& tmm&mhT&UTzik&mt* #w 6-505229^ 

m (£TF, SlfllAtM. ) , #^¥6-5 0 7 3 8 8^£$8 (£TF, 9I0JB£ 
V>5. ) > WS¥6-5 1 0 29 5^a (OT, 3lfcC£H5. ) , *@#ffF 
B3 3 34 1 1 3#&#g (£TF, ?HffDi^5, ) , 3mW#F$g3 4 0 8 3 5 0 
(OT, 51Eil>5. ) , *S#f}3l3 5 0 7 8 6 m 



WO 02/066479 PCT/JP02/01576 

3 

09F£l><5. ) , ^S^WItl 0 3 8 7 3 5*&?R (£CF> §I0<IG£^5. ) , 
£B#fF|gl 0 3 9 1 1 (KT» 3I0>JH£1>5. ) , *ffl#^3 3 1 

1 6 2 9^^« (£CF. 3109 I t^5o ) > *H#^3 3 3 6 3 0 6*§&H 
T» £^5o ) , 3SS##fgl 0 5 9 1 7 5*f&« (£TF, SHAKE'S. ) 
5 mffim¥4-2 7 0 2 8 (OT, SlflL^S. ) KSB«SnTV>3. 

mmAffi^mh \z\z. **v/u<i y-r > -r $ v-r > 

LfrLfctfz. *mw<Dfc&m$> ^n-ya-ry-r>H-;i/#^ -r^y 
-f y-r > f-;mm&*s wa^TVD'f y-r > H-;nnfrtt3i«A^&§i«L 
io ©ib^i^ffit* s m#&± 9 teflMftatw^ic, 2 -Domtmrnimm 

fc«fttfc7U-;Wt, 5&£Sglt2fc^*##gR£ (R 8 -R 7 -R) , A#ffJ 

15 3l0!Aj&>&3lfl|C©/8fcKJU tt^-f;^ttBBI|fi, 9I«D*6§I«KCD 

^(^CTS5^ #fgD3©ffl&£fc):£< Wg&©&V\ffl&T£So 

20 *%w<Dmmmwt%ftw*ffi7*'tz>9ffimit lt&, *gn#im 392 

8 5 9 7n&m (£CF> 9l«MtVi5. ) Rt^*ffl#tt»3 9 3 6 4 7 1^* 
3I0IN£M. ) frWe>*i$. 3lttMRtf§l0!NfcJU -fy-f >H— ^ 
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a*E3»jK:«fcLfc7U-;nfc> m^mmmsmm^mmM (r 8 -r 7 -r) * 

hiT, mmmmmm. mmmom^^<o^mthx^mxib^>z.t\m 
#^bs4 9-4 54 0 om&m (&rf, 3\wotK5. ) ^tf^ns. 

^t#a*r*"b©©> mw&±9tiLwwiM3ftiz, 2-o<Dm&&mi>mmzw 
&i,tcTV-)m, mm^mmmmm^mmm cr 8 -r 7 -r) m-r zm.x, 

*©±, §i^jo©^hj©#^«, 5^y-ryr>HP-;wk'&*&is#-rsj: 
t fc± Qm&tsftzftmmftm-v&zifi* -i^M y-r > p-Ms^im-* 
5 ^v-r y >r > h u-Mt^mo^mmwxh <d&x& x, mmmwtmm, 
iii©«tt^i©fiii: vxmmx$>%> z. tmmwmia^umnm 

■6, ^;^-;i/^7^7»Jtt, ^©^^3S< L^feMJt^^^sviTciS), 
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m <D ffl 7jk 

m^m&0^mMxitmmm<DMm^m\z^,Mm^m^x^rztz.^, 

Tf3-« [I] , TlB-j3S^:[I I]X^n%<k&m^fofo\z&^Tn^lk 

-ma. [ i ] 



& -hnS, ADy>R?, kHD^v'S, ft)V*)V7*S& 
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tuvn^)vm. 7V-jm, N-rv-jpy^ym, 7U-;i^*->s, 7U- 
d^ows, rn^>^ c 2 -c 6 7;i/*/-r;^ N-c 2 -c 6 7;i/*y-r;i/7 

5 N-C 1 -C 6 7;WP7$y«, N, N->?-C 1 -C 6 7;WP75/ 

^e-f;^ n, N-i?-c 1 -c 10 7;w^;w\^;vs, N-c a -c 6 7> 

^r-^jl/A^-Y;^ N-7$;C r C 10 7J^MWJH, N-C 

1 -c 6 7;vn^~>c 1 -c 10 7;i/^;i/7j;ww;^ N-c 1 -c 6 7;i/3^-> 
io *;V'2j?n;pc 1 -c 10 7;ww*;wt^e>f;i/S» N-c 1 -c 6 7)Vn**s%)\># 
-;P75y c 1 -c 10 7;^;i/7j;w\^'f;i/S, c 1 -c 6 7;i/^;u^S, n- 

c,7MKW-;i4 N-c 1 -c 6 7;w^;^n;i/75y», c^-c 
6 7JU3^r->S, c 1 -c 6 7;i/3^->*;i'^-;p», n-c 3 -c 6 ^d7^ 
15 ;i/75y«> c 3 -c 6 ^D7W^>'SM-C3-c 6 ^Dm;i' 

^7i/u;^ ?7V7Wn& HJ7i/y;wk true? 

urn, V7?~)i& trus^nm tfuy^-;^, tf^yu^s, 7U;p 

Lfc.N-Cj-Cjo 7;w*;u# jw^-f k: n - c t - c , 0 7;^;i/^^- 

25 n=^->S, C , - C 6 7 tlM-C , - C 6 7M^75 / 

S> trOss^^ak tfu^v?-;^, ¥?vvfrm. 7U;^ fh7t^a 
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■iJVUJhS, ^>i/^ti/u;^ ^>7huryu;^> ^>'/77-;ns 

10 7 tjm^ - hns, Any>jR^, tHo^i, 

ru-^s, n-7U-;P7s/s, 7U- 
;^+yi, 7U~;K*;i/*-;i,g, c 2 -c 6 7;kfr/-oi^ n-c 2 -c 6 

*;V75/S> N-C 1 -C ll 7^*M ; E'fM, N-C X -C 6 7)1>*)V 

n - c x - c 6 7; Cx-c.y^;^**, 

T)V*)VT C,-C,^D 7J^jW*«N -C 3 -C 6 ^n7 

ftWtofflac x - c 9 i£jft%& ^tt«©^fisa© c a - c 9 mmm. n-c x - 

25 7^77^^ x;m^, -has, Aay>If, hHD^>i, 
2fr;i^;U75/*, c 2 -c 6 7;p^y-r;^ n-c 2 -c 6 7;]/# 

/-fJKF5/S> N-C 1 -C 6 7;W75;i, N-C r C lt 7MM* 
c 1 -c 6 mM;i/7^rjH < CrCjMHM^H, N-C x - 
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5 tIii©7F&*n C ! - C Jf i»mS> #&fc©<BRl C j - C 9 j»i»ti©^ 

/*, 7UU*», "hag, ADy>Jgf, 

10 j^M+yi, N-7^;ww*;ww;i/S, 7U-;i/», n-7U-;V7 
^y*, , 7U-;m-*->s, 7U-;wx;v*-;w«, 7U-;i/7>;V7 7 ; &-r;p 
N-7U-;w#;wv&-r;i/S, 7D-r;^, 7D+vi, c 2 -c 6 7;^y 
-f^g, N-c 2 -c 6 7;^y-r;i/7$/s, n-c,-c,7m;i/75;s, 

N, N-^-C 1 -C 6 7;^;V75yS, N-C 1 -C 10 7TO*M^Jl' 

is & N-c 1 -c 10 r;w s ;p^*;^tqE-<;^ n-7$;c 1 -c 10 7;w 

c 1 -c 6 7;^;p^s, N-c 1 -c 6 7;wi/7.;i/7r ; E-r 
c 1 -c 6 7;wvx;P7^n;i/*, c r c 6 7»xM=M, n- 
c l -c i 7)is¥)VZ)V#~)V7§/& c 1 -c 6 7;^^^, d-c.TWri 

C i - C 8 7^3 *~>»&tfN - C x - C 6 7)V*)V7 5 7 & * W«fc 0 8ft 

25 k 7U-;i/S, xri-f5^/u;Hfc, **uvum ^7^u;ws, *7*J 
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y^>y?t7x^M, ^>yws£v>j;i/S, *>*m>wjv)v&, 

x - c 9 m«r«at, ^ft»©«a»c x - c jiure^b < \$ft&mo^& 

n-*ifc&oT, EMfpc^Cjijftis, EHcD^iSftic 1 -c 9 jiiJteKs, 
io ^fen©«ain c , - c 9 m&m&g v < u»&m<D*im © c x - c 9 it u&jjsss 

L<te5^b<te6 M<D^»^*»> 5 < 6 m©^fi&ft®K*^Xtt 5 
ft<H6*0ATCiSl«L, 3gL<te, R 3 , R\ R 5 2fe^R 6 tt-»Kl 

r 7 «, x«R 8 fca^nfcittotgfnc 1 -c 9 mj«a, ait© 
c 2 -c 6 7;kfry-r;i^*v^ N-c 1 -c 6 7;wi/75ys, n, n-s?- 

C r C 6 7»75;S, N-C!-C 10 7M;WM^M, N-Cj- 

25 c 10 7;i/^;u5 : -^;w\* ; E-r;i/^ n, N-^-c 1 -c 10 7;i/4 i ;p*;p;t ; E< 
N-c 2 -c 6 7;^n;p*;p;w;ws, c x -c 6 7;^;^^s> N- 

C 1 -C 6 7JWXJV77^;H, C r C 6 7TO7jl/7^M, C x - 
C 9 7M^;V*^ N - C ! - C 6 7;WXJ^-Jl/75 / I, C x -C 

6 7;P3*5/|6, c 1 -c 6 7;p3*5/*;i'#n;pa, n-c 3 -c 6 ^d7M 
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)V7 5 J I0N - C 3 - C 6 □ 7 )V*)Vt>)Vn^ )VMfr ZteZMJ: 0 M 

^ti^m^m, ^r$^;uM, ^u-yu^s, ^tvvml rrvrv 
u;i^s> m^m, hV7*/V)vm. kusw*, tr^^njvs, kuss?:=. 

^5ji^7$/s, 77K;n, n-75;wu75 7S, 75 
7U-;^^*-;W£, 7'J-;w^77t-fM, n-7U-;p 

T^/t^-OPS, 7D-fM, 7D+yS, N-7ni";k75 7g, C 2 -C 6 

7;u*y^;i/S, N-c 2 -c 6 7;w*/-f ;i/75/£> n-c 1 -c 9 7M;1/7 
n, N-^-d-cjj^^s/i, N-c r c 10 7^;vj!j;p 
15 /rc-owk N-c 1 -c 10 7;ww^*;pn ; e-r;PS, n, n-s^-c^-c 
10 7JV^r)V^)W^^)vm. N-c 2 -c 6 7;u7--;wyj;wt ; e-r;i/S, n-7$ 
yc 1 -c 10 7;wi/7j;w\ ,; E-i'«, N-c 1 -c 6 7;m^->c 1 -c 10 7;v 

JWtt-i N - C 1 - C 6 7)VU * =/ts )V#-)V C j - C i 0 7)V*M 

. jvm. n - c j - c 6 7;i/3 *->#;i^-;v7 $ 7 c 1 - c , 0 7)i*M 
20 ;wt^E-r ;p*> n - c x - c 6 7;pp ^>#;i/# - ;kt $;c r c 6 7)Vn 

c,-c 5 mmi, N-c,-c 6 7;i/*;V7;W77 ; &'f^»> 
c 1 -c 6 7;WP7;P7^n;i/S> CrC^WXM^S, n-Cj- 
c 6 7;w^;p*-;wt5 7*, c 1 -c 6 7;i/n^^;i/fc;i/S > n-c 3 - 
c 6 zs& d 7;p^;P7 5 7 & - c 3 - c 6 n 7)\>*)V%)vn : E'( jps 

^7^7yu^a, :fx-;i^ hU7!/u;w», trusts, tf^^n 
KU$s*z;Wk tfu^-;ps, tf^/y;^, 7U;p«, ff^bH 
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x - C 10 7m*M : E'f N- C x - C j o T^JV^^jJVn^-i )Vgtfr 
5 Ytt, K^Jg-?, S: S = O n (dJlfc^ViTntt0 36:Vib2OaSft^-r) 

i-c.TVWa*^*, c 1 -c 6 7;vn+'>*;i/#n;i^, c 2 -c 6 7;p*y-f;w 

15 b 3 w&ommis < i&fimmoc . - c , 5 i^Mixttifi/>^t*'> 

7x'M, tJUSWsi, fcr?5>n;Wk tf U5v?n;i/S, bf>J^vx;i/S, ^ 

>»y-f5^!/u;p«, ^>yw;'jjn, ^>y^Ti/u;p^ ^;hy 
tin 
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s; -bnl, Aay>Bf, tHn^>l, *;!/S;W75/S, 
5 7 u -;wak N - 7 U -)V7 5 / 7 u -^rt*^ 7 u - 

5/S> N-C 1 -C 6 7;Wl/75/S, N, N->?-C 1 -C 6 7J^;P75 7 

N-c 1 -c 10 7;wi'*jwt ; E-r;v«, N-c 1 -c 10 7;i/^;^«;i/A 

10 t-f;^ N, N-^-CrC^T^AWW'fM, n-c 2 -c 6 7;v 
^--;i/^;wt ; E-r;i/*> N-T^/c^c^T^^i^wt^^ak n-c 
a -c 6 7;i/n^'>c 1 -c 10 7;wi'*;wt ; E'f;vs, N-c 1 -c 6 7;pn^-> 

- ;p c ! - c 4 o 7)V*)V% )vn^ )m> n - c , - c 6 7)vu * */% 
n;i/75/c 1 -c 10 7^;^;w\^'f;us, c 1 -c 6 7;i/^5 L «, n- 

15 c^CaT^x^r^JH, c 1 -c 6 7;i/^x;i/7^^:;i/S, 

C t 7)V*)VZM-)V& N-C 1 -C 6 7;W^;i/^njl/75/», C x -C 
e 7;m^^3£» C 1 -C 6 7;i/n^>'A;i/^n;i/S, N-C 3 -C 6 ^D7M 
;U7 5 C 3 - C 6 a 7i^JW+->W - C 3 - C 6 =/9 U7)V*)V 

tf^i^n;^ tru$^n;i/S, t?u^-;i/S, tr^yu;^ 7U;p 
bfc> n - c j - c ! 0 7;wi/^Jw\ ,; E-r ;i/SMtxtcN- c , - c x 0 7;w^^ 

Tfc«kK *^©^C 1 -c 9 l!tJ»^«, ««<0^ftWC 1 -C B »l6*», 

m<D&fa c 1 - c 9 1M, c ! - c jgflfc&x, c x - c 6 7)V 

n * c ! - c 6 7;w+;^«s.^n - c x - c 6 7)v*)vr s. j s & § 
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s> tru5^;wt tfu^vn;i/S, tf^yu^s, ?u;i^k fh^tHo 

uvu^ak ^>v>7v*u;v^ ^> v /hU7i/u;^, ^>v*7^-;ps;&. 

io si^u3iiitt©aaBnH8at, r^tjr 2 ^ ^-x(»ot, *mm^ 

)V-#ir>>)vm. *sr;m, x^t^jhi, x;m^> -hag, ;\ny>ji 

n-7U-;kt5/S, ru-;v^->a, TU~;^;w*n;^ c 2 -c 6 7 
15 )Vij/^ov^ N-c 2 -c 6 T;^y-r;vT^y«, to^m, n-td-t^ 

N-c r c,7WXJi/7T i E'f;ns, Cj-CeT^;^;^^—^ 

c 1 -c 6 7mfts, c 1 -c 6 7;v^>'i, Cx-c.r^n+s/fc^afc: 

20 N-C 3 -C 6 ^D7W75yS, C 3 -C 6 ^^07^M+">« 

M - C 3 - C D7J^J^;W\ , HJVS»&^5^&ll?$^g 

c 1 -c 9 mi»^N-c 1 -c 6 r;wPT^/S^L<«c 1 -c 6 7;^^v' 

25 & 

r 3 , r 4 , R s &tfR 6 kt ^n^niibT, 7^ys> #;w\** 

*;ps;p*> *;vs;v7$ys, c 2 -c 6 7;i/*y-r;i/*, N-c 2 -c 6 7;i/^7 
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A^-ovm, c.-c^jv^v^tm, N-c r c 6 7mxji/7rM;n, 

5 N-c 3 -c 6 >-^n7;^;i/75ys> c 3 -c 6 ^Dmji/ 

^vX&tf N - C 3 - C 6 a 7)V^)Vij)^n^)mffi Ztzzffifr zm®. 

MMv^ma c t - c 9 #t8g©ISfn C x - C 9 Kim&RXtfrim<D* 

10 <i)vm. #;w\^<;i/7$ys> ^w^-om-^S, #;p^>;i^ 1,7 

j^jvt*'>s, N-7^;i/^;i/*;w\* ; e-f;i/*, 7U-;i^> N-7U-;i/7 
. T'j-M+v'^ 7U-;px;^-;^ 7^)-)V7,)vyy^)V 
15 N-ru-^*;^^;!^ 7u^)vm> 7a^^m, c 2 -c 6 7)V%; 

-Vim, N-C 2 -C 6 7M/-i)V75.ym, N-C r C 6 7;VW5/i, 
N, N-^-C : -C 6 7;Hr;KTi=/S, N-CrC^mMJI/A^^JI/ 

N-c 1 -c 10 7;^;^«;w\'^;i/S> N-7^y c r c 10 7W 
c^c^wmi, n-c 1 -c 6 7Mm;P77^ 
20 c 1 -c 6 7;i/^;i/x;i/7-r^;i'X, c r c 6 7Mji/XM-M, n- 
c r c 6 7WxM^75;i, c 1 -c 6 7;i/3^>S, d-c.^a 
N-c 3 -c 6 ^Dm;P75;s, RtfN-c 3 -c 6 
^□7;i4^;vw»6a5»,j: Daw$nsisJASM^»c«fitfts 

25 igjte^s, #&is©£t*nc ! - c 9 mmm. #&^©*f&fti©c , - c 8 imi, 

C , - C 6 7;iO * S^RtfN - C ! - C fl 7)l*)l7 5 ^ & fc D 3ft 
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s^oy^^x^ns, ^>vM*^/y;i^ ^>y^u-yu;i/^ 

t>tn%m& vmitnz ^f-umtt 1 ^m^fc x> 1 b sitts 1 b 3 

10 ^fmrn c j - c 9 i«i, #&it©&fnc t - c ^mmmmmv < u^mo^ 

ftfcmomm c j c 9 Bgi«s« b < «#&!!©*»© c j - c 9 mmm&& 
L<«5gb<«6 5 < \t6 9i.(D^Fffim<D&kmmx\t 5 

15 St<li6I©ATDiS$Ml, ^b<fcL R 3 , R 4 , R 5 %.Z$R 6 \Z-miZ 
^T, »^7U-^at, 2&^b3gttt©fiSftSU<tt^fi^ftI©C 6 -C 15 » 

fcS#«fc D l«tl5Ar nHfS: 1 Strife 0 1 fctr* b 5 ift§ 2 b 3 * 
tt©»^**5f#SSS^b, 
20 R 7 tt, R 8 K«ife3ttfcl6«©teW C ! - C 9 «$, Itfi©^*q C x - C , 

^ttiaoiaEftiCj-CgjBijMiat, ^tt«©T«mi©c 1 -c (> jBjte»s> 
7?;wi^ 7^;i/*;M-*v«> 7^;Wk*j;i^-;t/S, 
*;wt^E'f;va6, 7U-;i/S, 7U-;k**>'*, 7 U -;wt>;^-;|/S, 7U- 

25 c 2 -c 6 7;i/^jy'f;i/«, N-c 2 -c 6 7;i/*y-r;i'75ys, c 2 -c 6 7;i^ 
y-ov**z/&. N-c x -c 6 7;wi/75ys, n, n-^-c 1 -c 6 7;^ 

5 / N - C j - C i o ;P*> N - C x - C x o 7)l*)V^ 

•*%)vn^)vm, n, N-^-CrCn/MMM^M, n-c 2 - 
c 6 7;wer-;p*jw^;p«, c 1 -c 6 7;^;^«, n-c 1 -c 6 7^+ 
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JVT.JVyy^JVm. C 1 -C a 7)V*)V7>)V7<<~)l&. C x -C t 7)V*r )VX )V 
*-)Vm, K-C l -C 6 7)V*)WVft~)V7$.J&, C x -C t 7 

c l - c 6 7)Vn * zs%)i>tf~)m. n - c 3 - c 6 */& p t;p*;i/7 5 / g&tf 

N - C 3 - C 6 D TJWkfc JW W £>&§SM;D nSB&X, 

5 -f 5*^/u;Wk **-»M/u;p«, ?tvu;v», ^7v7yu;^> ^x-;p 

^u--;^^^;^ u /mfrttzmx. osiRsns 5 x& 6*©^ oat 
io R 8 &, t^hs, 75 ys, xjvrt^ivm, %)irt^)i>7$;m. 

a^;m-*s^ Tsfryy^Mk* tji^S, -bo«, 

*;i/5;V75 7S, 7^;wvs, N-79;Wi/7$/», 7^ 
j^jw^->i, N-7^^;u7j;w^-r;i/S, N-7U-;i/75/g, ru- 
;M-^g, 7U-;wx;i/*^;^ 7U-;i/x;i/7r ; E-r;v^ n-tu-;i> 
15 ^A^-ni/X, Tn-fM, 7n+yl, n-7ckju7$/S, c 2 -c 6 

7)VtlS4)Vm. N-C 2 -C 6 7M/^)^7S.y&. N-C 1 -C 6 7;P+;i/7 
N, N-^-C^CeTJWT^;!, N-C r C 10 7MMJP 
A^-T^S, N-CrC^TWMtA^M, N, N-^-Cj-C 

joTJWWMt-fjt/^ N-c 2 -c 6 7;^x;i/*;i/;t ; E<;^ n-7^ 
20 yc 1 -c 10 7;i/^r;u*;w\*^;i/^> N-c 1 -c 6 7;V3^r->c 1 -c 10 7;p 
^;v*;p;^-r n- c x - c 6 7;pn * ~>;fr;i^-;i,c , -c 10 7)\s*M 

JWtt-f N - C ! - C 6 7JI/n ^^;^-;V7 5;C : -C 10 7)V*r)l% 
frrt^-i )V&s N-C 1 -C 6 7)l^3ri/*l)ltf~)]/75.JC 1 -C 6 7)Vn3ri/% 

c 1 -c 6 7;i/+;p^s, N-c 1 -c e 7)V*)VZ)Vyy : E'Vi& 
25 c 1 -c 6 7;wvx;i/7^~;i/S, c 1 -c 6 7;wi/x;i'*~;pg, n-c^- 
c 6 7;w^;v*-;w75y*, c 1 -c 6 7;vn^^;pfc;ps, n-c 3 - 
c 6 i/>? d 7;v^;i/7 5 y run - c , - c 6 */& u 7)^)Vtj)vn^ )m 
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)vm. kru$^-^s, tru^~;^ tfr^/u;^ 7>j;i/*, xh^fcK 

DgiR^ns 5X^6MOAxnm*Mmc^xo^S^Si|Lfe, N-C 

i - c l o ^i^i^wt^ jm. n - c ! - c 1 o r^v^ts ;w w )vm& 

Y«\ HKKS^ «: S=O n (£^c43^TnteO&^L2©gg$:£^-r) 

io c j - c 6 t;v^;px;I/^^;1/«, n - c ! - c 6 7;i/+^ y s, c 

S0N-C j - C 10 7)V^r)ViJ)WW )Vmffi ft SB&g 

^fn c , - c jmmm, fttmcoim c 1 - c 9 #&0©*gi*n© c 2 - 

|g£\ry-;vs, c 6 -c 8 5/^dt;^-;1/S> c 6 -c 8 ^d7M 

b 3 L < <D C 6 - C 1 5 IS^Km^X«X^ 1/ 

t!U5?;W6, tr^-;i^ tfU5^n;p«, tfy^$;~;i^ ^ 
20 >y-r5^i/u;vs, ^>v^u-vu;i/^ ^>\7^7yu;^ ^>Vhv 

®& V MlftiZ s\t nlT?£ 1 Wk S ft K) 1 ^ L 5 ffiWTS 2 & n L 3 gift© 
(±l3-|g^ [i] T^^nsfl:^) ^oMit 
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LI*. 

bf^7x;u», lfU53>x;H£, tfU^7x;pg, fcf^/U;i/», 7U;US> 5=- 
h7kHD77^;Pi, tfou^x;^ ^*tfx;ua> ^wj/s^j^ 

vx;i,g, k'j5yz;n, 7U;v», 5>**D-xji/S, muyi»i 

10 LV*. 

i bii«I5 : l/>W'>7x^H, ^>»/77=*I, ^>y?t7i 
x;i/S, ^fl/>^y7irjH^j?iLK 

77MMtLTtt, BfcPft$c7~l 5I,kr)/5:577mSWU<, 
I*Wi:aw^^>« a-^^;i^>s?;ps, 7i^f;n, 3-71 
x;p7Ptf;i/«, 1 -^^M^Wk 2 -j-y^jvx^jm. a-*?Mi - 

±7^M a-*J-)V {2—yy^)V) *3MW2k a-JL^)l (1- 

25 ^7^;W ^^;P*> a-X^ (2 -j-7?)V) *3-)V& i?7x-;w^ 

^7^;M3Vi/g3&j&«3§tfstt, Wfc«&tf^>$w£, 1-^7^ 

2 -^^lowpg, a-^^;P^>5?JI^, 7x^JVSW 

N-77 ;p*;i/7 systtt, 7 5 y *fc±tBo 7 5 ;p*;i/g#gifc u fcS * 
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75 /s> N-y^*?-)i7^JM, n- (3 -7x-;pypt:;i/) 7=*yg> 
n— (i—fy^)V*?-)V) 7s.;m> n- (2-±7^;m^;w 75 /a, 

N- [a-^^;U il-iry^)V) *?)V\ 75/X, N- (2- 

5 ^^;n 75 yx, n- [a-x^;w 75 

75 j m, n- (s^^ioww 7$ya^w^ti, ftfcWfcttN-^ 
>^;i/75y^ n— (a ypjv) 75 /s> n-7xW75 

y?)V) ^h^>S, a-ifjMl-t7fJW ;* h*^g> o-if;K2- 

15 ^-7^;W ^h^g, >?7i-;Mh+>'l, ^t7^^^»itf 

20 7i^^^JP^;i/S, 3-7xx;i^7'Ptf;i/*;i/fc;i/S> 1- 

#n;ps, a-ji^)V (l-j-y^)i) *^)V%)Vtf-ji& % a-x<?)V (2- 
i-y^)V) M~)V&* ^7x-;MfWK-JH, Vy-y^-fr* 

25 rMjvtf-jm^ftmvfzn. mzM?tu^>z?)v%M~)im. a-* 5^ 

n - 7y)V^yj)vn^ )vm t % ;w w )vmz ±bb<z>7 ? )v*)m& 
mMLtc^&n&h. mi^miznm^tN-^y-jjvtDi/^-ovm. n- («- 
*^;w<>>W fc/w/t^-OKS, n-7x»*;w;h, n- (3- 
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n— (2-?-7?)i*m) ts)vn^)V^, n- (a-^)U (1-7-7 

;p) ^w^-oi^ n- &±7^)V*^)V) %jw=t-i )\>&mmtft>n. 
■f n-7i *?-)Vi3 ;p/ w b v>. 

10 b, ^ft»fctt«^.tfN-7i-;P75/S, N- (l-y-7^)V) 75/S, 

15 7x;^>swslk 

7 u -;^;i/77 : &'f;ntn T c &-r;i/S^±iB©7U-;i/«^g^ 
bfcas s j§N* u \z itm x;px 7 7 ^ ^- 7 =?)V7s )V7? 
25 ^^a^^tfe.n. ^^m^xn^jv^y^^^w^b^. 
n — 7 u —)]/$> jv/^-i )vm t ±e© 7 u >vn^ )vmz n - 

c 2 - c 6 T)vfi S'Ui&t vx\t. %fr#~)\smzmm$k 1 & b 5 d & 
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* 7)v*)vgiifim&isrc.mim&. t < , ^wm\zn.mx\T7^)vm. y°u ^ 
y>u;i^ -ivttvMt* ;ti/u;ns, ^vnvv)vm. tfA*a-r 

5 N-C 2 -C 6 7;i/*y-f;l/75y»i:«, 7$y£fc±IB©C 2 -C 6 7;fc&y 

nif^-;i/T$/s, N-r/^yjKrsyg, n— ryy^y;i/7$/s, n- 
ni/U;i/75/S> n-^vavu;pt$/S, N-tfKa-r;i/75/g % n- 

c 2 - c 6 7;p# y -f £ te±ia© c 2 - c 6 7M j <i jv 

y^yjkt+v'g, -f y^y^a-*^*, nuy;w-*s/£, -f yvtMj 
15 mK£7-fc5P;P:t^>S> ^Dtr^n;^*^** tf;tn-r;i/^^»^W* 
7D-f;P36ttt> *;^-ji/«t±iB©7y-;p*^smb^*^ic*b, * 

N - 7 D <f ;i/7 ^ / m t Bu 7 5. J mc±M<D7 D ;i/»7)tN - m% bfcg£ 

imh, M t wmzmx^-^>^M)V7s./m> N-j-7^)vi))i#~)i7 

N-C 1 -C 6 7;i/^7$7Si:bT^ 7$ /gfcl^ic 1 fc^L 6M£ 0 

^^7;^;i/»^N-«^Lfc*7)w^L< , mwmzwm$N-*?-ji7$ 
N-x^;i/7^y», N-y°ot!;i/7=-y^ n— r yy*Dtf;P75/s> 

N-y^;i/75/», ryy*^;i/75/S, N-sec-^75;S, 



WO 02/066479 PCT/JP02/01576 

22 

N-ter t-^JV75/l, N-^>^)V72. N-tt^>?)\,7$ 

mfc£N-;Wi/75y*, n-x^ji/t^/S, N-yatf;i/75/», n- 
-rv^Phf;i/75y^ N-y^;w757S, n— rvr^Krs/^ N-t 
5 e r t -7?-)i75.;mmm&L\,\ 

N, N-y-Ci-CJJVWS/ItUTH 75yil:Ml^L 

N, N->^5f;K75/a, N, N-S?X^75yS, N, N-V7U&17 
N, N-$?-fy^DK;V7$/at, N, N-¥7^)l7^;m. N, N — 
10 ^tert-^7$/S, N, N-^>^;V7$/«, N, N-^'vH/ 

;P7^/S, N-x^-N-^w$;i> N-^^;P-N-yDtf;i/75 
^;i/75/», n-x^;v-n— rvyntf;i/75y^#^w^n, ^t^j 

AtfN, N-v^^KFS/S, N, N-^|/7$/S, N, N-SMV?" 
15 Otf;i/75 7», N, N->>:7^7S/g, N, N-v*t e r t -7^)V7^ 

n— rv^atf;w-N-^^;v75y^ n-x^;!/-n — rv^ntf;i/75 7 
n- c ! - c 1(t 7)v^-)v^)vn^ jv&t bxtt, ts)vn^ )vm\zmmwt i 

20 OMJ:D^S7;^;p*^N-fimLfcSW^b<, A^W^^J^. 

-fy^;p*;wt^;i/3i,N- sec -^;^;w\^-r;^N- tert- 
25 ^ ;ps> N-^^k&^nt-f ;i/^> n — r y^->;i/*M^f;n, n- 

N - s e c -^MJVA^JVm, N - t e r t - 7^)Vfj)Vn^ 
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5 -Dim. n, N-v'^DtfjV^^n^e-fji/S, n, n-sm v^Dtr;!/^;!//^ 

<;PS> N, N-5?^;U*;p;^-f;P3l, N, N-i^ter t-^JWM 

^-r;i^> n, n-^>^;^;w^-t;ps, n, n-^a*^*;]^^ 

fcJWW;^ N- t e r t -^)V-^-^)V^)Vn^ N-X5 1 

^i^ua^-ovx, n, n-^x^i^i/A^;^ n, N-v-rvypif 

Jk^l/A^;^ N, N-y^JW^/tt-f^I, N, N-ytert-^ 

)V - n - * ;p a*: -< n - x^ji - n - -f y yp t?;i/# ^a^e-t 

15 

£ ttWA «n - ;* 5^;^^* we <* n - x^;!^* ;p;t*^f ;hs, n - 

;i/?^*;PA^E-r;i/S, N-ter t -^)V^^)W^=E-( )m, N-^>^ 

jw^-f^g, n - ^>;i/^« ;w\^-r <b n, ^T^RkfN- 
25 ^f^JWtt-fJH, N-x^;^«;VA^-r;^ N-7°Pt?;i^:t 
*;fcrHH' n — r y yp tr;i^**;wtt-f n — r y 

)V/i^)m, N - s e c -^frtttDW^jm, N- t e r t -r/^ 
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i b i o mx o &5 7 5 j 7)w\,mtim&\sitwmiz v < , 
fctimtfN - t $ y jwxt-f n - 7 s j x^jvtuvn^-ijvm. 

N - 7 5 J fu \dM )Vm. N - 7 5 J * ^)VX^)^)Wi^ 

5 N-ys.y^jvtDW^^ovm, N-7^yyatf;p*;ww;^ n-7 
5/^>?M;p;t ; B'fM < N-7$yA^'>;^;i/A^-r;p^^tf £tu 
t %> #| X WCN - 7 5 y ^ ; wn^-t n - 7 5 / x^;w# ; w tt-f jv 
N-75yyotf;i/^;w^-r;i/*, N-ys/^^x^i^wt^-ov 

10 N-CrCJW^i/Cj-C^TMWmJVitlTIt ±I2CD 

c , - c l0 7)v*)W)vn^)vmzmm. i 6 o &§7^^5/s 

N—C 1 — C 6 7)Vzl3ri/$i ;i/^x;i/ C , - C , o 7)l*)V% )vn=t^ )V&t bT 

±13© c ! - c j o tiv^miw^ )imzmm$& ltntevem&Qfz&r 

20 ;i/n^r>'*;i/^x;p^N-Btfebfe«dW*b<, A#WfcttWttfN->tb 
^^fr^x^pwio^w^^s, n-* h^^i/fcji/x^kfcjwt^E 
-OPS, b*i'1i)V#~)V7T2}£)W3We'()i>& n-j* b*^;^ 

N-^h^^A^x;!/^^;^;!//^^;^, N-ter t-^f+^M 
)Vn^)V&. N- t e r t -^h+^^^IfMM^^WiW 
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N - C 1 - C 6 7)VZ1 )V7 S/Cj-Cj 0 7)V^r)V^)V/^-( 

t vx\$, c ! - c ! o 7)v^-)Vi])vn^ \zmrn. ifc^L6m£K>uz>7 
N-* h^i/*^^-;i/75 y ^fjW^A't^M, N-* h^>#;pfc;p 

$/;p*;w;tiE-f N-tert -7h*i't>)\s$~)V7$.yx?)Vt>)W : E 
-ovmmtfmtfzn. *T*bmz.m-* h*zs*)v#-)V7$;*^)v*)w^ 
io =E^)vm. N-^b^v^ji/fc;i/7$yx^*;ww;v^ N-*r^> 

M)vn=e^)V&, N-tert -7 )\>tf~)i>7s. yx^Ajp/t^r 

n - c t - c 6 r;m ^->^;i/^-;vr 7)Vn ^yts)V-^-)vm 

15 £LT«, C 1 -C 6 T^ri^^;^-;i'S}C^ii:l?5:^L'6f®j;i9^§T;i/ 
n*i/%)V#~)V7 5 7 S^N -Bt& b7c»#W£ V < , mfcmz\ZMZ.\$N - 
* h*v#;M^-;wx$ N-* h*^#;vfc;i,7$ 

yxh+^MxM, N-^ h^^M^75 / /n#+ ^;^x;i^ 

20 tfx;V75/^>^;fr^>#;]/#x:;l^ N-^h^Mxjl^75;A* 
v^kt^^i/tfx:;^, N-tert - ^h^^;i/fc;P7^yxh^>'^ 

fTt>M^«N-^ h**s*i)l$~)],7$; * b*i/ 
N-* h^^;Ufc;P75/xh^^;^x:;i/S, N-* h 
^^;^x;V75 / yn^e/^M^i/S, n-^ h^^;i/^-;U75 / 
25 7b*>'%)l#~)VM, N-tert - ^h+^Mxjl/75yxb^>*^ 

N — C 2 — C & 7)V^)Vti)Vn^)mt LTteU ^^A^-r^Sfc^^ 2 

«N-tfx;i/^;wt^-r;^ N-7U;^;w\^-r;i/^ n- (i-yn^z 
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)V) ii)vn^)V^ n— ivy°u^-)v^)vn^-ovm. n- (2-^-;w 
fj)W^)vm, n— f v^x-^ajwi^;!/** n- (2-^>f-;W # 
;wt^>f;ps, n- #;wt^-f;i^ n- (2-Ayf-;W 

^;ww;i/S> n- (2-^t-jW #;ww;i/S^#tf£tu *t*> 
5 M^-^N-t:-;^;!//^^;!/*, n - 7 U )V^j)vn^ n- (l-ya 

N - c t - c 6 T)V*)lX)\,y 7 ^ )VM t LX\t, xjvyr^ )vmz^mm 
n— r y^xjV7 7 c &^JH, n - s e c -^;i/7.;i/7T ; E-r;i/S, 

N— t e r t ~^^X^7 7 ; E-fiVi, N-^>^;]/7JP7 7^,«, N — 

^<y^-)V7,)Vy7^)vm> N-^^)VX)iy 7^ )vm. n— (va^ 

15 N-X.^)V7s)V7 7^ )Vm, N-^yynm;i/77^;H, N-ter 

t -7^;i/7;i/7 7 ; &-rji/S^w*b^ 0 
c , - c 6 7; WPX^7 x;i^£ bTtt, x;P7 ^ x;pgfcift$j»: 1 b 

ys[-)\,&, ^)VX)Vy j yu\f.)V7s)Vy << x;pg, -<v7Dt!;i/X 
20 ;P7^x;i/«, 7^7;i/7^n;w«> -ry75 1 ;i/7;i/7^n;i/S, sec-7 
^;i/x;P7^-;i/», t e r t -y^jvzfry j ^>?-)VZ)vy j ~)i 

yj-jmmmfzn, ^-vhrn^^jixjuy^^m, x^jv^y^ 

7o tf;i/7;P7^ -i v7o vjiziiyj y~^)V7,)Vy 4 
25 -)vm. t e r t -73^7^7^ x;ps#aW£i^. 

c ! - c 6 7;v^;Px;i/^-;p»t lt«, x;p^-;i^Sfc«*SR 1 fct* l 6® 
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t e r t-73^N/x;Mw;i/g, ^>9MMji^-;i/X, tt^y^wv-fc— 

10 *rjP75/S> N- t e r t -^VX^-JVTS/l, N-^>^;px;p 

X;^~;i/75yS, N-y^7.;i/*-;U7$7S, N-ter t~^)VX 
15 JV5jNrjl/75/SW*U^. 

c x - c 6 7;^;^^-« t LTte, BidtllH^i^ifc 1 L 6 « D &S7 

sec -y*?-;!^:*^ t e r t -73\n^3-«, ^>^;^^S, 

?-)i?-*m. x^;u^^*, fu&vtt&s- ■iv7u&vtt& y^;i^* 
text -79-n&*2mim*vto. 

C j - C 6 7;io *>-S t LTfcL 1 fc V> b 6 M<k D fcS 7;P 

25 □ <77o^>X, ^h+5>S, -fyy>=^>g, sec-y^ 

t e r t-^h*'>«««qfSUi. 
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C ! - C 6 7)VU *r*/%)Vtf~)V&t LTteU % )l#=L)l>mzfitm%. 1 & V> L 5 

^y^h+v^;!^-;^ sec-:/ 

5 h=^^;^-;^ t e r t 

10 N-C 3 -C 6 ^07TO7$yStl/TH 75yS«^3^Vib6 

15 C 3 - c 6 ->i/ P 7J Wt^e/St 1X11 $^TC^m$C3&^l>6M& 
§it©7J^;H^iii / fcS^SU<, 0!l;tfcfN-^ ay°atf 

20 N-c 3 -c 6 '>^D7;wi/*;wt ; e-i';v»<hbT«, ^^A^-fii/Sfc^ 

c , - c jmmmtu, mm. 1 l 9 d asy^^^s u 
m?)v*)vmti,T\^ mxu*^)vm, x^-jvm, 7u&v& -ry^ne 
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7?)V&* -iVW-M&s s ec-^fM, t e r t -7?)Vm. ^> 
y^ntf;i/*, -fyr/^Wfc s ec-»S, t e r t-yf»w^ 

5 bV*., 

»©c! - c 9 mmmmtn, &km& i &v> u 9««k o&sjjwer-^sx 

yya^-jH, 2-^x-;i/*s -fV^f-;H» 2 2 -s\ 
15 JVM, i-^>f-JH, l -A^v~;i/S. l -a^^-JH, l-:*^- 

20 D^ir-;us^#^e,n, ^Tfe^j^^v^ u^>^-)vm. &&&& bv>. 
5 ^b < \z 6 a©^ojSts*«B!ftbfc, n- c ! - c 10 7;v=¥;^;w^-r 

mmrnvft. n- c x - c HmM^'fjuxttN-crc x 0 t;w^ 

^ z-jvjjjww ;px$©n - t^y u ^7; ww*;pA*-r n - ^7 
\/y^5 l ;w^ ; E-f^©N-5 i 7yu;i/7Ji'+;i'*Mt'f;vi, n- 

-f;i/», N-5 1 x^M5 1 ;w;i'/\ ,: e'fMi0N-5 : xrji/7MJW;vA ; E 
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*;ww n— tf u ^^^v*;^^ ;hmpon- tf y vjvtjwv 

5 ^i^A^-r n- tf u a ^)v^)vtuvn^jvmm(ON - tf u ^ ^ 
tf u ^=;P7;p*^*;wt*<;p«, N-¥7VV)v*^M)i/^-omm 

©N - tf 9 VU )VY)V^r)Vtl)V;^ JVM. N — 71) ;M ^IH&JWt^E-f 

on-7'J ;P7;w* ^a^e-t ;i-S> N-fh7tHn77 ^ 
10 : E-r;p^0N-xh5kHn77-;PT;w^;wt^-f;i/S, N-tfny-7 
-^^^P^iWt^-f ;i/^<dn- tfa y 5^-;P7;v*;p*;wtqE-f ;wat n- 
^e;p* u y ^ ;wtt>r ;h^©n - u y r;w+;w* ^A^E-r 

;i/^;p^*;ua^-t )vm, n - ^+ry* u ;m ^^^wt^-r ;i>g^o 

A^-Y ;i/»^©N - ^7 V U )V7)V^-)V^ts)Vn^ )Vm. N -9-7 &7 S J U 

;p^^;i^**;wt*-f ;ps^©n -?7s?7V y ;P7; wmA/PW ;w 
g> N-^x-;i/^5 t ;p^*;wt ; e'r;p^©N-^xn;v7;p^;i/^^;i/ 
a^e-t;^ n- hyTv^u;M5 t ;i^**^;t^;i^f©N-hU7»/y;p 

20 7^*;i^**;w^-f n- try '7;M^^t#;w^<;i/S^©N- 
tf y $W7;wi^r#;wt^;h!k n- tf yVfr^frtttiw^ jm 
^©n- tf ^^;i/7;WP^^;PA^-r N-\u?-Ar*?A&*%jv 
A^-r ;i/*^© n - tf ^ w^^-* JWN^-r N-tfU s 
;wi^r#;wra-f ;p»as©N-fc:y 5 > J -^7;^;i/^*;wi ; &-r 

25 n - tf y ^-^y^i/^rt^w w;us^©n - tf y y^n^T;^;^:** 
#;ww n - tf 7 1/ y ;m 9)V9^rts)vn^ ;i/S^©N - tf 9 V y ^ 

7)V^-)V^f})Vn^)V^ N-7'J ^^^^^^^^©N-7 

y;p7;wi^-*";&/w*E>f N-rh7tHo77-;Mf^*;wt 

^ ;P36*©N -fb5tHn 7 =7^-)V7)^)V9^ )Vn^ )m, N - tfa 
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wz. *%w<D-m& [i] <Dfc&mzwTmw?z>o 
-«5£ c i ] 




[I] 



[5S<f> R> R\ R\ R\ R\ R\ R\ R\ X, YWZ\t, ffiB<DM 
efc^TS] T^ISttSft^W, #jlfcfl5'&4&fck -$5£ [I -a] 

>7a 

»5a 




[l-a] 



v>>)i&. ¥?>>~)i>m. tru^n;^ \zvw-)vm, tr^/u;i^ x 

N — Cj — C 10 TJV^JVtDWi^ - C , - C 2 0 Wl/^^UA 
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y ^x;m^^#;ww ;i^©n- tfp u i?~)V7)V*)\>?-*jj)\>n=e 
tru =^x;i^ yvfrm^bytpny?-)^ ^;i/^uys^ 

5 /^B&bfc, N - C j - C ! o 7;Wl/^j;Wt ; E-1';i/»X«N - C x - C x 0 7JVW 

2 & b 3 Si#©&*DX &^*D© C 6 - C ! 5 l^KitSi 
10 (lttC 6 -C 8 '>^DTJW^M, Ce-Ca^^DT^^X-jl/S, C 6 -C 8 

^y*P7;v^x;i^^fe>*i, 4n?fcmfc£c 6 -c 8 >^P7;k*7x;i/^ 
c 6 - c 8 i/v n >^x-;i/S, c 6 -c 8 ^d 7;vyx;t^w jre^ So 

a^-;h, ^P^y^x^s^wstu ^TM^fcf^P'v^x 
15 ;vsf^jfSLVio 

iC 6 -C 8 y^D 7)1% yl^HtLT}! UX-UisZ U^^JjL~)V^ 

ic 6 -c 8 y^D7;^jHtum m«y^nA+t-M, ->^p 
20 i/^P:t£xxji/SWWe>*u ffT'b^l^.^^p^-kx 

s^pic^£ i mzk^rc d i t, 5»rf s 2 l sm&om&mmigm 

>^+y7x"Mi^tf^n, 4'Tt>mtfmtfX^>i?;^>:7x 

x;i/«, tfuswak fc?^i?x;i/», tfus^x;i^ tfU^x;i/X«^^l/ 

>5?*+ 7 x x;|/^£ j&JfffcT? & -5 o 



WO 02/066479 PCT/JP02/01576 

33 

c , - c 6 7)v^-)v^mmsn - c I - c , tjwvt s/m^frzmj:*) 

7S>77*U;i/», hUTVU;^ H'Jy;«, fcf?^;^ tf 

s^>vW7x~;i^ ^>^>^/'jjn, ^>y^-9-yu;^ ^> 

15 *)V *;i^;Kr^/g, 75j^jh, 7U-;i^s, n-7U-;v 
75 ys, 7U-;i/^->S, 7U-;P7.;i/^;i/K, c 2 -c 6 7;Mj/-r;i/«, 
N-c 2 -c 6 7;^/-r;P75yS, ru^ovm, N-ru-(ji7^ym. n- 
c 1 -c 6 7;^;P7$y^, N-c^Cio/^WM^M, n-c^- 

20 N-c 1 -c 6 7;wi/7 l ;^r:;i/75/^ c x -c 6 7;p 

*;i^«> c 1 -c 6 7;i/3^^ c 1 -c 6 7;i/n^^;i/^-;i/^ n-c 

3 -C 6 ^n 7;M^7 5 7 C 3 - C 6 v7 DTJ^M^v'lM - C 

fl&tfc&g, N-C 1 -C a 7;Wl^757S^b<«C 1 -C 6 7;Vn4 i ->», R 3 
\ R 4 \ R 5a &tfR 6a &, **v£ft&£LT* **jib\ 75 ys, #;wre 

-f;i/S, *;i/A^;u7$ys, fc^/rE-nw^as, *;v##->;v«, ->7 
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/W^g> c.-c.yjv^^M, n-c 1 -c 6 7;w^;P7t^;^ 

5 C 6 7;Wl/XM^757i, C^CeT^n^^iS, 0,-0,7)1=1^ 

mm<D7fmm c x - c .ratts, ^^©m=fn c 4 - c ,mi6KSR^tt«o^ 

y*, x^rH^s, -hDi, ;\D^>if, kHD+vS, 

n-77W7$;i, 7^ 

N-ru-;p*;PA*>r;HB, 7u-ovm. 7n^^m. o 2 -o 6 7)vu/-ov 
N-c 2 -c 6 7;^y-r;i/75/s, n-c 1 -c 6 7W7$/s, n, 

N - C 1 - C 6 7)V*)V7 5 7 & N— C x — C 10 7JWW ;17*E-T 

n—Cj — c 10 7;v^;i/^^* ;w;trE-f N-7$yc 1 -c 10 7)V*M )V 
20 c 1 -c 6 7;^;^«, N-c 1 -c 6 7;i/^;vxjP77 ; e-r;p», 

c 1 -c 9 7)\,*)\,zjV74-)i,& c 1 -c 6 7;^;Px;i/*-;i/S, N-c^- 
c 6 7;wp*^*-»75ys, c-cr^j/S, c 1 -c 6 7^n+^ 
N-c 3 -c 6 ^D7;^75;i, R^N-c 8 -c 6 ^ 

25 nsntwwk itm©^fiic 1 -c 9 flgj»^*, WA<o*imc x -cjm 

»tt«©««lC 1 -C 9 JBIir»a^ »tt«©^i»»0C 1 -C B Jltti*ai, c 

, - c 6 7;p3 * # n - c ! - c 6 7>v*)\<7 s.;&ftt>uz>m&x>m$ii£ 
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U;VS> ^x-;i/S, hV7W)m. tfU^l/X, ¥yi?~)Vm, trus^n 

Ilftl^ATOff* 1 0 1 fcto L 5llt§ 1 feVib 3 

10 a£T«ft3ttWT , b<fcK it^OlSfPCi-CgjltlfeKS, liC?»C r 

c jtBfejis, »ttM0jeD c x - c 9 mmmm v < \$ft®m.(D^m\<D c 1 - c 
9 mffinm*^?fiK R 3a R^R 4a ^b<ttR 5a s:7jcR 6a «^wn-^ 
fcftoi, Mottle t -c,jMftii& iWio^iSBiCi-c.wiMfcas, 
moma c x - c 9 iiis^L < »#&«©*issfti© c a - c 9 itwa^b< 

<li6l©AfniS$ML, 5gb<«, R 3a , R 4a , R 5a R7jR 6a «-^ 

20 3*tt©«£«*#«SUfc&J*j£U R 7a «*mii?, X.tt, ft*£?XttaHt 
JR^* Y.tt, X: S=O n (E£K::mvrn«0&V>l,2®SjK§jK 

jus, c 1 -c 6 7;1/^;|/^;1'a|n-;i/^ N-c 1 -c 6 7;i'*;i/x;i/#-;i/7^/ 
& c 1 -c 6 7;wn^s/S, c 1 -Ce7;i/3^#;M?-;i^ c 2 -c 6 7;i^ 
25 /-r;i/SR^N-c i-c 10 7;wp*;p/N* ; E-r;i/^&^s^6jS^sn« 

^(DTOwCi-cjiM^ ^^©iBdCx-c.JlM&iiak 
©c 1 -c 9 «fj»^s^L<«c 1 -c 6 7;u+;i/Xji/*-;V'*^f) , z a «, 
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omvm h < te^fmio) c 6 -c 1 5 m^mnmxitj:^ v>v** x - ;i/ 
trusts, \£7z?~)im. tfu=-^~;i^ ifu^n, ^>>/-r5 
^/u;i/S, ^>"M*wv)vm. ^>v^7'/^))im, ^^/hvy/vjv 

io tin 




R 1 X 

[5£<K R> R 1 , R 2 , R 3 , R 4 , R 5 , R\ R 7 , R\ X, YRtfZteU if 

I2©«wt^] T^^ns'ft;^^, ffmteit&mt, [i i-b] 




[ H-b ] 



- has, An^r^Hf, tKp^->s> sM^i^^y*, 
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%)VA*:<Ol>& y 7V~)Vm. N-7»J-;KT5/S, 7U-;kt*>'g> 7U- 

o-oi/S, rn+v'i, c 2 -c 6 7;i/*/-r;vs, N-c 2 -c 6 7My^)vr 
5 s/s, n-c 1 -c 6 7;wi^7^/s, n, N-> J -c 1 -c 6 7;ww75y 

t-r;^ n, N-^-c 1 -c 10 7;v=^;i/*;w^-i';^ n-c 2 -c 6 7;p 
fr^fcjwwjWi, N-75yc 1 -c 10 7;^;^;wt ; e^;ws, n-c 
! - c 6 7;m^xc 1 - c x 0 7;i/^;^;wt^-r;ps, n- c x - c 6 yji=i^ 

10 *;^-;vc 1 -c 10 7;p^;^;p;t ; E-r;i/^ N-c 1 -c 6 7;vn^>'^;i/^ 
-;i/75/ c 1 -c 10 7;v=^;i/*;pn ; &-f;ps> c 1 -c 6 7;p^;i/^^ n- 
c x -c 6 7;wi/7;;i/7 7 ; e<;us, c 1 -c 6 7;^;ut.;p>'^-;1/*, c 1 — 
c 6 7)i*)ix)V*~)m, N-c 1 -c 6 7;i/^7.;i/^-;P75ys, c^-c 
6 7;m*>^ C 1 -C 6 7;Pn^v*;^-;i,S, N-C 3 -c 6 ^nm 

15 ;KT5/S, C 3 -Ce^^D7;^M^>iMN-C 3 -C 6 ^^D7J^ 

M ?i?~)im. tfU5^-;PS, tfuy^n;i/», tf^/u;i^ ?V)V 
20 Sfr£>&3$U;DjI&£ft3 5 X« 6 l©Af niSMHiArDiS« 

b7c, n - c ! - c x 0 7;m^?j ji/A^-r )immx$ \z n - c x - c x 0 tji^jv^ 
gMftl c ! - c 9 JM£S, 7>^m©^F^fo© c 1 - c 9 ii&j»^*> c x - c 6 7;v 

25 n^S, C ! - C 6 TJ^Jl/^tSR^N - C i - C 6 7;^JV7 5 

trus^^s* tru^n^s, t!^yu;v», 7u;ps> fh7tHn 
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uvu;^, ^>*/^7i/y;i^ ^>VhU7yu;ws, ^>^/77-;psr 
u^nm^frzfczw&vmiifn&^nm?* i st^fc d i ^ 1 5 nt 

SlfcV>L3SRte©«SS35r#St£, R lb RtfR 2b ft, I^-Xtti&oT, 7K^JI 

#;1^*~>;PS> $/7/«, x;i/77^JH. vuv*3k ~1>pS> ;\ny> 
10 ir?, fcHP^g, ^;i/$;v75/s, 7^;wpa, 7»j-;p 

& N-7U-;i/7$y*. 7U-;m-*v^ 7U-;vvuu#-;i/£, c 2 - 
c 6 7;w*y-r;i/»> N-c 2 -c 6 7;^y-r;i/7$y«, 7P-r;i/X> n-7 
p^r;P75/s, n-c 1 -c 6 7;wp75/«, n-c 1 -c 10 7;w*;p*;p 
a^<;^ N-c^CeTj^x^y^jn, c 1 -c 6 7;i/^;i/x;i/ 

75 /s, c 1 -c 6 7;^;i/^s, c 1 -c 6 7;up^>'S, c 1 -c 6 7;vp^ 

n - c 3 - c 6 p 7)v^-)Vij)vn^ )\,m»t>ts.z>mfr *>m 

20 c ! - c 9 msm& &&m<Dffia c x - c 9 jg 

©?Fl^©c 1 -c 9 j|&jteJjis,N-c 1 -c 6 7;p^r;P7$yssL<ttc 1 -c 6 

7^P^'>^ R 3 \ R 4 \ R 5b ^OCR6b^ ^niibT, 

)v-$*zs)vm, xji/7 7^jpi, tji^s, -has, Apy>m 

25 kHn^s, tJO^kts/S, c 2 -c 6 7;^/-i , ;i'S, 

N-c 2 -c 6 7;w*/-r;w7$/*>N-c 1 -c 6 7;wi/75/»,N-c 1 - 
c 10 7;wi/^;wx^;i/S, d-c.mms, N-c r c 6 7;w 
7,)vyy^)vm, c 1 -c 6 7;WPx;P7^f-;ps> c 1 -c 6 7;i/^;i/xj^ 
N-c 1 -c 6 7;wi/x;i/fc;P7$/*> c 1 -c 6 7;up4 1 ^*, c 
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i-CeT^n^v^M^^S, N-C 3 -C 6 ^07M^75/S, C 3 - 
C 6 d 7WJW*«N - C 3 - C 6 */>7 D 7 )V*)l>% )vn^ )vm* 

->7/*> 7.)Vyr^)V^ ^wi, ~hD^ 

10 & N-TU-;WT5 7S, 7U-;M-*5/£, 7U-;PX;P5fv-;^ 7U- 

c 2 -c 6 7;v*y-r;^> N-c 2 -c 6 r;w*y-r;w75yat, n-Cx-c, 
7)V*)V7$.;m, N, N-^-c 1 -c 6 7;wu7ays, N-C 1 -C 10 7 
;wv*;w^-f;wa6, N-c 1 -c 10 7;p^^*;wt ; E-r;p*, N-7a 
15 ;c 1 -c 10 7^j^;i/WM, c r c 6 7mfts, n-c x -c 6 
7;p^x;i'7r : E-r;i/S, c 1 -c 6 7;WPx;k7w > -;^, c 1 -c 6 7;i/4 1 
N-c 1 -c 6 7;wi/x;v*n;w7$/*, c x -c 6 7;pn^r 
~>S, c t -c 6 7;i/n^^;i/7H-;i/^ N-c 3 -c 6 >/^a7;^;W75y» 
rim- c 3 - c 6 D7;^;^;w\ ,; e-r;i/«^e>^^^j; D3i^^ti^g 

©C 1 -C 9 »iS,C l -C 6 7J^+ylM-C 1 -C 6 7M;i/75/I 

25 7Vu;i/^ ^7i?7VUJi/S, ^x-;ps, hjtvujus, trusw** tr 
5 5?=;^ tfus^-;^, eu^n/Hk t!^/u;i^ 7U;i^ 

vovy^—jviL ^>^s^/u;p*. ^ 
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>!/w*;um, i>V5-7W)v& *t>\rbV7W)v& 

mm ttxm&mtt k> awrns'vr pjscts 1 nxnitt 9 1 &v>b 
5 wrs 1 & 1 3 ntto«*»^atsxttKT u t^^^sta, 

! - c 9 mms, MOT&fn c x - c 9 jutfc&g, #&ig©» c t - c ,mmm 

if b < »r 5 b WR 6 b ti-en^n-HUfc^o t, mmoma c , - c 9 jti&s^ 
am©^» c,-c 9 ut«^ #&$©is?d c , - c 9 immmm b < 

tt 6M O^tSfP0^3gX« 5 < 6 Mtf)Axaiit*£)MU < t& 
R 3b , R 4 \ R 5b Rr£R 6b «Hi£fc&oT, 8£7U-;Wk 2fcV>b33*tt 
©&fP:gb < tt^ffifd© C . - C x s«f^R3teSatXtt 6 MO^OgtSig b < « 

15 /fc0 1^^b5Wr-52^Vib3mtt©«l^^#3SS^^b, R 7b «, 

r 8 b fcwftstt&fcfcoisfd c j - c jmmm, mmv^mn c t -c 9 mmm. 

frttisM. 7U-jux;m^~;i^ 7U-M;i/7 7 ; E'fM, N-ru— ;w 
20 7n^fM, 7D^vi, c 2 -c 6 7;p*y<;wa, n-c 2 - 

c,7;w*y<;w75/s, c 2 -c 6 7;k2jy-f;i^*~>a, n-c 1 -c 6 7;w 

^1/7578, N, N-y-C r C 6 7Mjl.7$;l, n-c 1 -c 10 7;w^ 

N-c.-c^rj^j^^jw^-om, n, n-v- 
c 1- c nyjWW^/^jH, n - c 2 - c 6 7;i^:i;i^;w\^;i^ 
25 CrCjji/^ti, N-c 1 -c 6 7;wwx;P7T ; e'i';i/8> 

Tfr*)VX)V74-)V&, CrCeTMMM-j^ N-C,-C 6 7;i^ 
;i*;p#r:;Kr5/£, c x - c 6 7 )Vn^m. c t - c 6 7)^n^^jv^)V 
a, n - c 3 - c 6 a 7; wi/7 5 / mmSN - c 3 - c 6 a 7;v*;i/# 
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h y fc H P 7 5 -Jim. ^t^r.jm'MS^)^ U 0 M£R£ 

XJP7 7^;H, TJPsfcg, ~hn«, 3ixH^;i^ 
5 7?;v*;i^ N-77;wi/7s;s, y^;i/^;^^>-^ n- 

p-fjvs, 7n^i/i, N-7n-<;v7$yi, c 2 -c 6 7;^7-i';i/*, n- 
c 2 -c 6 7;^y-r;P757S> n-c 1 -c 6 7;wi^75/s> n, n->>- 
io c x - c 6 7,Mr;Kr5 N-c 1 -c 10 7;i/^;i/^;w\* ; E-r;i/X, n-c x - 
CjoTWJ^t^jwtt^n, n, N->?-c 1 -c 10 7;^;i/*;wt^-r 
n-c 2 -c 6 7;p^--;^;w^-t;v^ n-7$/c 1 -c 10 7Mjp 
# )im, N-c 1 -c 6 7;pp^'>c 1 -c 10 7;i/*;k*j;wt ; e-f ;nk 

N - C ! - C 9 7)V33ri/iJ)Vtf~nrC x - C x 0 7;V=¥;i/*;i/A ; E:-f N - c 

15 1 -c 6 7;wp^^j^-;w75/c 1 -c 10 7;i'^;^;wt ; E-i , ;PS, n-c 

! - C 6 7JWP^->*;^-;i/7 5 7 C l - C 6 7^3 ^i/ftM-AM. C j - c 6 

7;wi/^s> N-c 1 -c 6 7;^;^;v7T ; &-r;i/«, Ci-c^jw^ 
c 1 -c 6 7;^;i/x;v^n;i/S, N-c r c 6 7MKM- 
;V75/S, c 1 -c 6 7;i/n^>/*;^-;i/^ n-c 3 -c 6 ^d7;^7 

20 5/ 3£Z5:£KN -C 3 -C 9 ^D 7)V^r)ltl)Vn^ )im& 6 & 3S<fc D 

n^B^s> -fs^/ujn, ^i7-yu;vs. ^7\/y;v»> ^7^71/u^ 

25 fe^N-Cj-C 10 7)V^)Vts )]/&m$\Z N - C J - C ! o 7)V*)]r?tt 

*:S=O n (£Cfc:feVvcnttO&V>L2©SE»£3KT) X«»:NR 9 
b (ECfcSWr, R 9b fci, tK*®^ kHD^>I> Ci-C^r 
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c i - c , o 7;nvkfr;w w e>&s » saft s nsMH^xfc«RH&' 

ilgt<ac r C e 7MHW-JH^t) . Z b «, tt£7U-^a£, 
C e - C 8 U T)W-)m* C 6 - C 8 z/# UTM i?OL-)Vmx.tfC 6 - C 8 

$?n©c 8 - c ! sffiGmmm&Xfexru^jrJrisyx try 
10 tfU$>?-;i^ fcTU^n;W6» ^>y-r ^> 

y^^i7-yu;ws, i>*/7tvv)v& <*>vhV7Vvn>&* ^>vy^=. 

HRS [I I — c ] 




[ ll-c ] 



^^t-fM, tji^S, AD^>Hf, kh*n^>s, 

20 *)i$)V7$;m, 7^)v^)vm. 7U-;pg, N-7U-;P7$/3k 7U- 

*;w*E*r;i*k 7n<;pg, 7n+^ c 2 -c 6 7;k*7/^;i^ n-c 2 - 
c 6 7;i/*/-r;w7^/*, N-c 1 -c 6 7;^75ys, n. N-^-d- 
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r^w^j^t-fM, n, n-^-c^CxoT;^;^^;^^;^ 

N-C 2 -C 6 7;i^-;kfr;wW;i^ C 1 -C t 7Jl*>\&-*& N-Cj- 
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t, r 9 u. iaiB0jei*swf «) t&s, *few©-«ss [i i-i] 
nsfl^xte-iS5£ c 1 1 - 2 ] T^$ns^^b < [ 1 1 - 3 ] 

(j»iia> 
Clin 

p80. n 70 



wm, "yyjm, xjvyr^jvm, -hum, ao$*>®^ « 
yu^m* c 2 -c 6 r;^y-r;^N-c 2 -c 6 r;^/-r^75/«,N- 

Ci-CeT^^T^yS, N, N-v'-Ci-CeTJWKTS/g, N-C,- 

20 N-i?- c t - c ! „7WM^^M, N-c 2 -c 6 7;^x;^;i/;^ 

n- c x - c 6 7;wn*$/c x - c 10 r)v^-)vts)vn^)vm, n- c x - c e 7^ 
n^^^n^c , - c j 0 7;^;p*;u;t^'f ;i^S> n - c x - c 6 7;m*5> 
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ijJUtf-JVTS. / C x - C 10 7)l*)V%)Vn ; E'()m* C , - C 6 7JWl^:*«, 

N-Ci-c.TiW^^r*^;^ c 1 -c 6 7;w^;i/7^n;^ c 
, - c 6 T;p+;wx;w*n;i^t, n - c x - c 6 7;1/*;wtjv* -;V7 $ y S, c , - 

5 ^;P75/s, c 3 - c 9 d 7;^;^+->sr^n - c 3 - c 6 dt;v 

!/u;w»> 5P7i/u;v*> ^7>?7i/u;p^ ^xx^s, huryum tr 

U^l/S, H7^-JH, fcfU^xjl^ tfU^xj]/g, tf^/U^S, 7- 
h7kHn77 x;PS, fcf d U s?x;P£, v^U-x^SRtf ^jfc U 7 Sfr 6 
io &SiM:9M&£n& 5X&6 AODAxn^Mmc^Axn^S^Silbfe, 
N - C x - C i o 7)V3r)Vi3 iVA*^ N - C x - C 1 0 7)W)lr?*%)V 

^\ tttt®mc 1 -c,mi&&& «iicD^iB»c 1 -c 9 i&ttiiiis, ^«aa© 

15 C ! - C 6 7)V*JVnr&RXtN - C x - C 6 7^^;P7 5 / £> fc 

Tfeivi, 7u-«, xtt-r 5^!/yj«, **uvu;wk tWj/p*, 

fcfU5S>x;Ug, tru^$?x;Wfc K5!/»J;hS, fh7kHn77-M, tf 

^>W7i^n, ^>v^$^i/u;i^ ^>^wvu;ps, ^> 

^7xx;wa&&>&fcS#J: D»l£n*£*JSlT\ »*JR^Rtf«BfcJSCWe>fc 
25 -5#J;03l«n§^xDM^^l^Sfet9 lfcl>L5fi^rr*lfcV>b33iitt 
0**##8!t3k R'WR 20 !! H-X«S&oT\ tK*K^ fiMSftW 

Tfei;vi75ys, ijjw^-ijvm. ^)vn^)V7^j^ tDvn^M* 
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7U-;^^vS, 7U-^jI/*-jh, c 2 -c 6 7;v^y-r;us, n-c 2 - 

C 6 7)Vtjy-i)lT^ym. 7D^M, N-TD-OPT^/a, n-c 1 -c 6 
& Cx-C.yjUl+S/*, Cj-CeT^n^r^^fc^S, N-C 3 -C 6 

^ d 7)V*)i7 * / a, c 3 -c 6 ~>^a 7; wi^^aH&tf n - C 3 - c 6 

^a7jv^)^jvn^jm^^^m*^mn^n^mmmxiit.mmnm^ 

io «ftstixviT"b<kv^ emo^SJC 1 -c 9 llij»^*, Ii0MC r C 9 

^ x«r 8 ° turns n&aai©^ c j - c 9 msmm, mm^ma c x - c 9 

15 77MJH> 77Wt+'>I, 77J^;W;^^H, N-77)V3r)V 
lJ)Vrt ! £-<)l& 7V-)im, 7'J-J^yI, 7U-^X;Wfc;l/*, 7U- 

;^;i/77 : &'fM, N-7U-;^;i/A^;^ 7d-t;i^ 7o^yl, 
c 2 -c 6 7;^y-r;^ N-c 2 -c 6 7;i/7j/-oi/75/S> c a -c 6 7;fcfr 

J4M**/&. N-C 1 -C 6 7;Wl/7^y^, N, N-5?-C 1 -C,7>3 i 

20 ;P75/s, N-CrCiomj^Mt-fiH^ n-c 1 -c 10 7;^;p^ 
**;wt^<;H£, n, N-i^-CrCnmw^M, N-c 2 - 

K^rt'f;^ c r c 6 7MM^7^j«, c 1 -c 6 7M;vx^ 
N-c 1 -c 6 7;i/^;i/x;i/fc;P75/X, c 1 -c 6 7;vn^->s, 
25 c 1 -c 6 7;pn^$/7j;^n;i/S, N-c 3 -c 6 ^^a7;^;p7^ys, r 
#n - c 3 - c 6 ^ □ 7)v*M)vn*:<i )\,mtp b o jeftsnasii 
-ys^/lui^ a-*ifvj;nu rrvvjm* ?7P7Wjvm, 
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5 *;^;i/7$/S, 7^;i/*;i^ N-7?;wu75y*> t^;^ 

)W^-Vm. 7U^)Vm. 7n^>i, 1^-70^7$ /S, C 2 -C 6 7 

;i^/-r;i^ N-c 2 -c 6 7;w;-f;v7$yE N-c 1 -c 6 7;WP75 

10 yS, N, N-^-C 1 -C 6 7MJl/757S, N-c 1 -c 10 7;WP*;wt 

; e-r;i/S> N-c 1 -c 10 7;^;i/5 1 ^;w\ ,; E-r;i/S, n, n-^-c 1 -c 1 
07^1/*;^^^^!, n-c 2 -c,7ji/»a;wwm, ^®$n 
t wr t><k - 75;c 1 -c , 0 7;^;p*;wxt>r n - c x - c 6 7)V 
n*~>c x - c 1 o T;^;w*;w , ? ; E-r n - c a - c 6 7;i/3 

15 C 1 -C 10 7)V^r)^)V/^^)im. N-C 1 -c 6 7;Pn^F^;i/^-;i/75/ 

c i - c 1 o 7;u*;w* )vn^-i im. n - c x - c 6 7;vs * 5o& ;p#~;P7 5 / 
c 1 -c 6 7;i/n^r>'*;i/fc;^ c 1 -c a 7;i/^r;i/^S, n-c 1 -c 6 7;p 

N-c 1 -c 6 7;WPx;i/^n;v75/s, c 1 -c 6 7;pn+->^ 

20 N-C 3 -C 6 y^D7m7$ylM-C 3 -Ce^D7 
trUSWik tf^>>-;i^ bfU55?n^», HU^^S, fc^l/U;^ 

n - c x - c , o 7)V^r)vti)VA^)vmasn - c l - c x 0 7;u*;i^3-#;i//t 

^7U-;WS, C 6 -C 8 y^D7M-;H, C 6 -C 8 y^a7W^ir;H 
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msc 6 -c 8 yi?D 7)v>r-)v&. frttezmz x> mnznz 2 l 3 m&o 
u;p», ^>i/^-*u-yu;i«, ^>7^7*/u;ps, ^>7hUTi/u;us, 



10 r 3< \ r 4 \ r 50 rur 60 u, ^n^nn±vx, **hr% umz 

Cj-c.y^;^;^^-;^ c 1 -c 0 7;i'*^^*— n-c,- 
c 6 7;w^;p*-;P75ys, c 1 -c 6 7;vn^>« > c 1 -c 6 7^n+'> 
N-c 3 -c 6 ^n7W75/l, c.-c.^djW 
20 ->g& n -c 3 -c 6 ^i?u7^M ;wt^-r & fc § S£fr 5 

c ! - c gjii&jssg , Miott c x - c 9 mmm&Rzfift&m®T 
mine ! - c 9 BiM£*^ £fc5#a>&3ft£ftsfi&g, §i$nT^xt)j: 

25 ^m^nx^xh^^)i^iy)vm. 'yyym. x^thjh, 
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5 ;wt^e>r;i«, 7u-i)m. 7d+^i, c,-c.7^*y-r;HS, n-c 2 - 

c 6 7;wi^75/s, N-Ci-Cjo'y^w^^/tt-r;^ n-c x -c 10 
7;v^;i/^^^;i/A^-r;i/S, fiwsnwct> «k^N- 75 / c 1 -c 10 7;v 
*;k&;w*e*f;Wk c r c 6 7Mmi, N-c r c 6 mm77 
10 ^ji/S, c 1 -c 6 7;^;vx;V7^^;i/S. c 1 -c 6 7jwwx;vtfc~;i^ 
N-c 1 -c 6 7;wi/x;^^;P75/s> c 1 -c 6 7^3^>-s, c x -c 6 
7;Pn ^->*;p^- n- c 3 - cv>£ a T)V*fr7 $ / *, Rt^N -C 3 - 

j&*T?ggi£nTv>Tfc «t v\ c ! - c 9 mmmm. mm<wmm c x - 

15 C.I&KJUS, #&M©&fBC 1 -C 9 )ij»&£, ^ttH©^««i©C 1 -C 9 »|& 
C x -C t 7)Va^&. RtfN-C 1 -C,7;p*;i'75/2S#&fc3#J; 

TfeJ;K 7U-^3S, Xtt-f 5^l/U^«, ^UVU;^ ^7^/U;V», 

^>v , 5 : t7x-;H, 'O^s^/'JJH, ^>V^-tM/u;^ ^> 

0 S«tl5 ^fol^^ l gi^7c 0 1 fctr> L 5 filtS 1 fcU L 3 Sjttt 
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C 1 -C B Bte»E»ft*-r^ Xtt, R 3 WR 40 fK«R 5 WR 6 nifn 

to&moffla c ! - c 9 iti»^is^b < tt^«aao=ffisn© c x - c 9 j&i&ftg 
5 5%L<mm<D^umm£m&v, %l<\z, r 30 , r 4 °, r so r^r 6 ° 
c ! 5 Mtiix« 6 M©AxPMgu< «g*iK^ 

OSfin-SAxDlf^^ 1 ?) 1 L, 5 fitn 2 
10 1:NR 90 (CdfcifeVvt, R 90 «, fiW^tlT 

^Tfej;Vit kd^->s> *;V5JP3£, Cj-CeT;^;^;^-;^ n-c 
~>#;i,fc;i^ c 2 - c 6 7;k*j /-r n - c x - c 10 7Ji4;WMt 

15 e$g©fi&*p c x - c 9 mm&m, mm<D^mm c x - c 9 iu c 
x - c ^^OTfigfp©c x - c 9 m&mm%h < \zc I - c e rw 

-m; [V] 
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N-C 1 -C 6 7)V*)V7.)V*~)V7 5 J C i - C 6 7)1 

c 1 -c 6 7;vn^v'^;pfc;i/S. c 2 - c 6 7;i/# y -r jur^n - 
c i -c 10 7)i*rM)w^)i>m^'t2iZ>mfr t>m$ii£tiz>m&mxnmm& 

R\ R 1( \ R 2t \ R 80 , R 40 > R so , R 6( \ R 70 , R 80 „ XRtfZ «tulB© 

HR5S CV] Tf$*n«fl:^tott, ^iSWc&^T, -rjRifc CV I ] 
R80.R 70 

R?° R° OH „ 30 
R 40 R 30 




nVi l i 



R 50 p60 [ VI ] 



[5£*> R\ R 10 > R 2< \ R 3( \ R 4 \ R s \ R 6 \ R 70 > R 8( \ L x > X, 

ttss [v] Tf*snsft-&«t-jfc^ [vi] tgsns^it *^bjcd- 

15 IMI^itTffl^S. 

fcfc* HftS [VI] T-mtStlZik-SMt-HBift [VII] Tf*$n*^«U 

20 75 /g, c,- 0.7^3^5/^ c 1 -c 6 7;i/3^^;i/^-;i/S> c 2 -c 6 
r MM )vmRxfn - c j - c ! o 7; ^/t^-r & & e> SIR 
$nseife*5:«Mam»T?B^^nTViT %> £ v\ c , - c 9 mnm 
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mzMjK'rzz.tiz&Qrs.sm^tmwrttm. x«, 

+HJP»75/I, C 1 -C 6 7;i/3^->X, Ci-CeT^n^v'*;^- 

c 2 - c 6 7;i/# y -r ;i^&tfN -c 1 ~c 1 0 7)V^r)Vts)m^ )vm> e> 

io c ! - c 9 mmmm, mrno^ma c t -c 9 mmmm, fttamnmi c 1 - c 9 mm 
mm, #«©*fi&?n© c t - c 9 jw&s^l < «c x - c 6 7;wi^;uMn-;v 
**j*-r) [vi] xm^n^it^t-^ cvi n Tgsn 

is aa, sjsstt, Mvrc^mmmmm^, tun tus 

n**;p^>Kxtt^*;p^>*<h-jR^ civ] T-mznz>7s.>mmftt 

IMi $?£L<&0~3 Ot:, 0. 5~96H#Fe1, £?£;b<«3~2 4P#P B 1 

1, h'J^ani^X N, N-^^^MMTS b\ 

7-fehXhUJK N, N-^5^3fc;kk7$ 1, WPX 
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n, N-^vyatr^x^i/T^x n-^^hh'jx N-^^;nfD 

N-pWWfc^UvX N, N-^fJl/7-'JX 1, 8->?71ft: 
5 S/^D [5. 4. 0] ^>x*-7-X> (DBU) , 1, 5~T1ft:x^D [4. 
3. 0] Si— 5-X> (DBN) #©m3reWT5> ;mtifcfUv>, 
4-^*5P;i/7Syi£>J^X t!3>J>, J^y>, +;ij>, ^y^yij>^ 

10 fliRfcfT^y 5f »>A^<Z)7;i/# U &m7)V*Mm ; 0il;Lfc£# UDA-ter 
t-^^-h> ^-hU^AX^^-h, ^bU^A^^^-hTOT^U^ 
M7;io^> H ; W%.\$jmfct> U »7 A, imit-r h U -7 A^©7;k*J U &JS7k 

7-;p7ic»> N-hHD^X^^H^H, N-tHD^>-5-yj|/^I/ 

**y-i, 2, 3-^>yhU7^fWen, *T?%>wt«N-kF 
20 p * ^ > y h u t v—)vm*$mv%> %> a 

^S^Wf/W^* 3 h\ 1 ~*?-)V- 2 -^P^lfU ^-^AT-fW h\ N, 
N' -^;^x;i/>?^$^/-jk y7xr;l/7tX7*'JMD'J h\ y7i 
x;k7:*X7;*U;V7^h\ N, N' N, N' - 

25 v*X^X$>^:t*1fl/-K l-X^;l/-3- (Z-V*^)V7^;zfU\i 
)V) % M *M 5 HJfBMfc ^ p p ^x^k * p n v :/^;k 

hU77-i-u;i/-^^-hux (^^;u7^y) 7tx7^-7AA^ 

t7MD7t77x>f Ymifimi 6>*U *rtb&mtN, N-^>^P^v 

MMi?-f5h\ 1-X3MI/-3- (3-^^;i/7$yype;i/) #;k#$? 
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>m^UT0. 02-50^** $?£b<teO. 2~2#M0-«S [IV] 
5 T-i£ZnZ>7$>mm&, 1-5 0M, 2?3;L<te3-5^»<Z):l^ 1-5 
0 ^S, L < 1 - 5 ^«0iit£ttgfr#]W/X& 1-50 U < 

&l~5M©i^$J£®/H-r3. Mm*. I^WMOtt, -S 

(^2I@) 
10 -SS5£ [V] 

R 8CR 70 
q20 R 0 

HN^^ Y 1 L 1 
X R*°R 60 [Vl 

te$>, R\ R 10 > R 2( \ R 3< \ R 40 , R S( \ R 60 , R 7< \ R 8 \ X> 

R?° R° OH Aft , n 
R 40 R 30 

X R 5 °R 60 [ Vl ] 

15 K*, R<\ R 10 , R 2< \ R 30 > R 4C \ R s \ R 60 > R 70 > R 8< \ L P X, 

g£££j££-&T, [VII] 
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[VII] 



[5S4»> r\ r 10 , r 2 \ r 3 \ r 4( \ r 6 <\ r 6 <\ r™, R 8o^ x> Yi 

r^zii iaiB©iSi*swrs] T^snsfc^tu &\,*-cm&f&rz>& 
5 1-2] x^n&fc&m^LK n i -3] T*a£fts{&&tt&«ig 

10 T?»*HKS [I 1-2] *«Sn*^«%«Jfi*rSi:i:5&«T?*S. 

ik&Mt-m& [vi] i*&2ft&{k&m£<DSffim&®tim*<DWtt&* - 

lOOt^MOiME ^tL<fiO~30'C, 0. 5~9 6*SK, 
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hFa*$/£©fiiHB&£l/rfck MMZt e r t *?)Vz/V )V&. 

t e r t -^jvvy^-Az/vmmo&mriwvi/vjvm wx\z* 
5 Biswas, p h+^>y;n^<D77;ws ; «*.tfaM^/Wk 

7t^VS^©7yMWlf^n,#C t e r t -^VvW^U;^ 
#x;i^ t e r t -7Y*isj])V#-)\>mm<Dmi7)Vn*is%)ViS-)vm ; 

-ts)v#*i/)vm<D$mmthT\z, vmz*?)\<m, x^g, tert-^ 

20 ^l/S^WSblio 

[^Df^fY y • tf)V-^7s — T > • • ^>-fe^X (P r o t e 

ctive Groups in Organic Synthes i s), T. 
W. ^U— y (T. W. Greene)!, John Wiley & Son 
25 s It ( 1 9 8 1 ) ] Xtt*ftfcOTS>eFttfcttoT, 

R^rmm^n^yfm&mmmmtLxiz. Kmizm&w*m2-2fc^h<DT? 
$>mz, <$\zmfetsnm^ Mmv^mvkmm&mtf *>nz>. 
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©^;p*>»;ia», hU7;^n^ stf©f«»^p,n, mzm 

j£ [I 1-1] T£3ft5fc£«XttHe5$ [I 1-2] T^tlSfl^^L 

<«-j»s [i i-3] -v&2nz{t&to&&zz.tiftv%&. sjfc»£-fls: 
15 [i 1 — 13 T?&3ftafls£»£u<tt-*isa c 1 1 - 2] TS$n^{^#) 
®l<«-^ [i 1-3] 7?«sn*ft:^«»xtt*0ift.om«»«tt» i&fttt 

20 — jttsc [in -?mznz>{k&m<D?t>. Yimmm?. s 

= O n (CL21fc:^TnttO^:ViL2©SE»[S* , r) XteSrNR 9 (ClZl^Vi 
T, R 9 &> HulB©it*^W«) T?»S, *5eWO-tt^ [I I — 1 ] ■«£ 

ns^«xtt-«^: [i 1-2] ?mtEinziK&®mv<\t-®js: a 1-3] 
25 [v 1 ] T^^n^^^ows^t/^ss-frTtc^b-rs 

HH5S [III] 
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p80_p70 
I 

R 20 R° 

(3C xh 

R 10 X 



[III] 



[at. R°. R'\ R 20 , R'°, R"°. XRWZHMB©*****-* 1 T» 

an5»;i/#>»xa?*»jnK>»t-)i^ [v 1 1 1 ] 



.50 



^Y 2v R- ,,60 
R30 



R 40 



[VIII] 



R 60 nmm(DM^^t^'] T?gsn«fli^«s, wwi^t, gits 
jft^irr, HU&a: [vii*] 




[vir] 

R\ R*\ R 20 , R 30 , R 4( \ R 50 , R 6( \ R"\ R80> x y 2 

R^ztt, t&BB©jfi*£W*rs] T^snsft^fttu fc^T*m.W&?zft 
s c t fc i o , [ 1 1 - 1 ] Tfssnsft^ftxtt-ia [ i 
i-2] T**ti*^««u<tt-jft^ [i i-3] n&ztizfc&m&sm 
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T5Ct*tT#5o Y 2 *««Sj|m^-C»S-|S5S; [VII'] Tt^tlS 

5 t*s-«5S [i i-2] rmtstiz>fc&®!*mm'z<it&T'%%. 

T#S*t, ®3§\ SJS«, JlfcKbfcTOftW«iSiK+, [ill] 

n*fl«M&£— m [viin T^snsft'&'KitjsjasaioKi:*, -100*0 

$?£L<&0~3 0t\ 0. 5~9 6^1 #£U<«2 

#*-»m<Dumm* x«t Hn^'>»©^*©^-rn^-^&s^wti^ 

fSdtfe-e^ $£fcfcm&^S©B§^Jgjm, #K:fWI8$n3 , b©T?«fcK 
tHP*^3l©«BI«tUTtt, 09*.i£t e r t -^J^^^Vy'JM, 
20 t e r t -»i?7i^yiJJHWS7W->'JJH ; fcl&tfj* 

7i^i^©7^;i/*^W£ft,#fct e r t-79-)H?*?)v*sV)\>& 

25 7^/S©#®S£LTte, flAtf'OSWak p--ha^>^H^®7 
t e r t -yF^r->AJ^^il©fi»7J^^yAj^-jH ; 



WO 02/066479 PCT/JP02/01576 

109 

l3)\'#*r*s)m<D&m&£hXte* m*.ft*?-)V&* X7)Vm. tert-^ 

r^wi^^tf e>n> fcc*^^ x^;i*, tert ^> 

[yax^x^^-^;i/-yx--f>-^--^-^^—>>irv'X (Pro t e 
ctive Groups in Organic Synthesis), T. 
W. ^U — y (T. W. Greene) I, John Wiley & Son 
10 sifc (1 9 8 1) ] X^nCffS^fcfoT, «*.fcj»X«£S& 

JB V> 5 Jn»J8E4H& *»fl^JH<KfMV^ ^ 5fl^l$&7nX«/1 5 5? # 

p- wi/x>7ji//jN>m, hU7;^D^^>x;p*>86, ;*^>x;u*>^ 

20 WSiTfcS. 
25 jffT?**. 

^ [ i i - 1] «£ftste^x«-te£ [i i — 2] T?^$ns-fb^«j*L 
<«-^s: [i 1-3] T?s*n*^*s#sjii:«tT#a 0 & 
5£ [i i-i] T?^sn*<b-&*sb<tt-»^ [i i-2] -e^sns-ffr&fc 
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m^fcJMRsc [i 1-3] vmznz4k&ytx}tt<D&<Dmmmt, mmm 

fclTfcSjfr, XttHRS: [IX] 



« [X] 



fc*5, -«5S [IV] T?^$n*^«jtt, Xtt4^BT**«>, [XI] 




R 80_ R 70_ A 



[X] 




50 



[XI] 
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& Y 40 \-mmm?**L, r 3 \ r 4 \ R 5o &z$R 6o \mm®nm&m?%'] 

R 90 NH-L 41 [X I I] 

L 42 -SH [XIII] 
10 Rfott. L 41 XttL 41 j^5/*©fiMKlXtt^;W*^ha£©flai 

ssic, *^gBj©— « [i] •c^snsft'&*©fijS^ffifcoviTRwrs. 
-« en 7?s$n5^«tt, -k [in -v&znzit&wom&jj 
15 sti^fiifcKTo^ifficxajussDTaKii-s c ttreg&o 

S = O n (I12:t*ViTntt0ftViU2OSKBfc*w*r) X«S : 
20 NR 9 (HUfc^T, R 9 «, B&IB©it5|c^T?>) , r$-5,*^HJCD— ^[1 - 

i ]T^sns^«xtt-HKa;[ i - 2]T?asn*fl5^4W!fi/< bmksw i - 
3] T*$n^^tj©«^-e^oT, mmfmft-e&z-m; [v-2] t 

£Sn«ft;£«lRtf--i85£ [VI -2] T!3*£nSfc^©¥fHH'&**iKE&*r 

25 (fg 1 Xg) 

-« [I I 1-2] 
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[l"-2] 



K4», R\ R x \ R 20 , R 70 , X, ZttMIBOAflc^-rS] T^$n^>* 
;V#>RXttftAM>fttH(tt [ I V] 



[5S«f, R 30 , R 40 > R 5< \ R 6 \ Y 10 R0CL l0 ttlW3O*i**rr*] T?« 
2] 



Y t > L x , R°, R 10 „ R 20 , R 3< \ R 4< \ R 6( \ R6», R?\ XR> 

-«ss; [v- 2] T«sn5ft^«tt, ®m*\z&\,*T, -ma. cv i - 

2] 




50 



[IV] 




70 
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K»f> R°> R 10 - R 2C \ R 30 > R 40 > R s< \ R 6( \ R 7< \ L x » X, Y X R 

2] ©fls^«tHRa: [vi -2] Tmznzit&mt. m 
[vi -2] -?&2nz>fc&mt-tB&: [vn-2] -emzn 

c 2 - c 6 7 7 -f # ;psr^n - c x - c x 0 mWMt 

15 ! - C 9 S«I, ^^©^flgfP 0 C x - C jmm&g b<ttC 1 -C 6 7)V*)V 
20 fc«k 0 Y , H)mn^Xitm : N R 9 0 ( H £ Ccfe V>T, r 9 ° t^MM^ 

c x - c 10 7)i*jv%)w^)vm^tzzwfrzm&znzm&mx\mm& 
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lit b< «C r C 6 7 WXM-M^it) T'&2>-mj£, [VI -2] 

-vm^n^t^t-^, [vi 1-2] T:m-2nz>i\:&m<D¥-wMG%)^t%. 

Z>Z.btfT!i*%>&. ffiST-^ [I I 1-2] T?%isnz>%)v#>mxtett% 

)Vtf>M\zMlsT0. 02~50^M, 2?£L<te0. 2~2^»©-^[I 

v] T*mzn2>r^>mmte, i~5om m&L<\t3~5m&<DmM. 1 
-so mm. ft £ b < « i ~ 5 »©^ffiis^j^tK/x« i~5o mm, ft* 

(3g2I@) 

-fl££ [V-2] 



R°, R 10 , R 20 , R 3( \ R 4< \ R 5 \ R 6( \ R 7< \ L t , X, Y x 
RtfZfciU MfE0it*^WT^] T^^n^^tJt-^ [VI -2] 



[5£+> R°, R 1( \ R 20 > R 30 > R 4< \ R s \ R 6< \ R 7< \ L x , X, 
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mrn^, mmmA(Dm2xntmm\zmtKm^T, cvi 1-2] 



V&ty, R<\ R 1( \ R 20 , R 3< \ R 4( \ R 50 , R 6< \ R 7 \ X, YxRtfZtt, 
5 MB©*"***?**] T?££ftSf&&*&fcU »TMl^ffiTS&^£|&5fe 
TSCtKiitK -ft - * [1-1] T^^nsfti^Xtt— jR^C [1-2] 

£ nsfl^Wb < [ 1 - 3 ] •v&t'ft&tt&m&mffl-z z tutus 

*. YxJWKJIJH^T?**-!^ [VI 1-2] f«snsft^Oi^ 
£ Y#g : S=O n <EEte:feV>TnttlXtt 2*5*1*) 

a [1-2] T?-g$nsft-&«j&«ji-rsc:t3&«"e#s. 
15 ftzik-smt—wt-g. [vi -2] Tf&znzik&mto^m&ystfimmowt 




WO 02/066479 



PCT/JP02/01576 



[i-i] Tf^sn*fl3^»xtt-isa: Ei-2] T^snsfl:^*Sb<tt 

5 -jR3 [ I - 3 ] TH$ft3ft;£fl£#3 £ SHteS [ I - 

i ] T*maft%{h&vmL< c i - 2] -essnsft^K «-« 

10 jgjgfeD 

*«JSj*tt, «&B£|Wrt£K:, -K [I] T&sn^fl^to©^ Y#? 
£: S = O n (££fc:feVvrnfc*Ofc^U 2 ©«»§*?*) XteS : 
NR 9 (^CII^T, R 9 «, iai3©3S**Wrs)T?*«»*5i6M©HR^[I - 

1 ]-«$nsfl3-&«jxttHR^ [ 1 - 2 ]T?i*n5fls^««u< tt-jeac 1 - 
15 3] T^$nsft-&«i©«iiteT?»oT, mig+r H l#Tfe§-«; [V-2] T 
^snste^Rtf-nea [vi -2] T?^$n«-ft:'&!»©¥«S'&«sjift-& 

[I I I - 2] 



20 R°, R 10 > R 20 , R 7< \ XR(^Z«MIE©fEi*S#*r«] TSStlS 

%)Vtf>mxttitt*jju#i'nt-m: cvi 1 n 




R 70 

20 R° 
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[VIII] 



-flS5£ [VI I' -2] 



[iSf, R«\ R 1( \ R 2< \ R 30 , R 40 > R 5t \ R 6 \ R?\ X, Y 2 mSZ\t, 

?z>zt\z£v. [i-i] xm^n^it^xit-^ 11-21 
snsfc^gL < [ i - 3 ] -zmznzfc&ys&mkTz z. t&T% 
io y 2 «^iic^t&3— asss [vir -2] -Fmznzit&WKDm 

Z>Z\t\Z£Y)^ Ytm: S=O n (i:^};^Tn«lXtt2^t) 
« [1-2] T^tl§^tl^®«^ ( t^T#§ 0 

15 ^TMT§tim«, mmik&w&tfKfo&mz^Tm&MMTzzttf 
r%%&, mLtz^mmmmm^ hks* ci i 1-2] t 

*an»fl3-&*t— jfci [viii] 7f*$n-5fls-&«tttjaiai©ttts, -1 

OOtd^glC^M, $?£L<«0~3 0<C, 0. 5~9 6H^ 



5 




[vir-2] 
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tFn*i'm<D&mMm*mmm$;tz>z\thT?zz> 0 x, N-$mm, *dv 
-$*i/)vm<D®mm, x&t \ i u**yM<Dumm®^?nfr-x*Mftmzm% 

Rfemr®, £ ^zm^o^o^mx-, ^m^mmr^z\t\z^r)^ 
[i-i] T-mznzib&mx\t-&3: [1-2] xmtiz>ik&mm^<\z 

[1-3 ] T^£n3te-&t)£#5 Z\ ttfT-ZZ. -j&iC [ 1 - 

1] [1-2] xm^n^t^^v<it-^ 

& [1-3] T^^n^{b^#jx«^0^©^M^^ nm&, 9 

-$5£ [i 1 1-2] ^$ns^;i/^>^x«^*;i/^>^«, x* 

ffi'£%\!?&2>1)\ Xtt-jR^ [XIV] 

R 70 -R°-X [XIV] 

[5S+» x«, Apy^s^b, r°, r 70 «> Miao*»*^rr«] -est 

Sfc.Hft5* [I I 1-2] T?3t$n5^»tt, [XV] 

R 70 -R°-H [XV] 
R°> R 70 «MiH©lt*^-r^] T^SttSTkMfr&^t.B&Xte 
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gan§&, m^wxmmhtm^^^-yy v ossm^, n=6) 

M>bfrMZft>o Tlkm%ftMLtco iit©G L P - 1 ^«rfjSK©iaG LP- 

lKftpxt/Kt oho )*m\s\ ^v^A/Ty^m-zmmLrc. 
io ntcikmfe. student T&fe*m^Tffiffizm\ ^(Dm^m^mm 

314 5 



p<0.05 




15 ^±0^J;O, &$-&3 0ft\zm>T, 0. 3mg/kg(ZMt£$}£&#$ 
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*mw>-m: [ i ] xm^n^>{t^ms-m: [in x^n^it^m 



[5W, R, R 1 , R 2 , R 3 . R 4 , R 5 > R\ R 7 > R\ X, Y^ZIt 19 
ffiOgftfeWT*] T^SnSfc^ R, R\ R\ R 3 , R\ R«\ R 6 Xfct 

io R a ±(D^)v^^»m\ l z^n^mmtLxw^n^s.^)i^L<\m. r, 

R 1 , R\ R 3 , R\ R<\ R 6 X«R 8 ±©*m*^^^3?.«R, RK R\ 

r\ r 4 , r 5 , R 6 x\tR B ±<DT5.;mz&ttz>m*®&2n%o 
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io mfoomnwz. ^(D&zmu x^m. mm.Mx\m^<Dmmtbxmm 

20 a^fflusns^iraw^wsn*. 

~io osa%, 0*b<«5~i o oM%©wM#£^trctan?£&. 
&m<D®mmmMiz&KTMm^bn%m%temiMmfemu mum, ^ 



WO 02/066479 PCT/JP02/01576 

122 

n&-$<Dm<ct. o. i&^li o o Omgti&D, imnWL^-om^ ibh§0 

o. oi^isoomgT^. nzmmt, &tttik&&tffcmz& 

io mw&nmtzfzitxDm&omm 

»]©iI^aYh^77fl -fU-hthXS i 1 i c age 1 6 OF 
245 (Merck) «tLTUV«^^fe 0 ts^m^)tlf)V 

15 tLTH Wakogel™ C-300 (ft^Mlii) S&ffi^Afflv'U^ 
^f)VthX\t. LC-SORB™ SP-B-ODS (Chemco) £fc«Y 
MC-GEL™ ODS-AQ 1 2 0 - S 5 0 (llJWfrW^Bfr) ZmWco 
i - Bu :-fV^;i/« 
n-Bum-WI 

20 t - Bu : t 
Me : 

E t : X^;i/S 
Ph : 7x-M 
i -P r : -fvyptf;i/S 
25 n - P r : n - y P tfJUg 
cdc 1 3 : a^na*;PA 
me thano l-d 4 : S;* 9 J —)V 
DMSO-d 6 :m^^)VX)V^^Y 
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nmmi 

ik&mMjji4vmm 2- (4- (3— ojyuviv- 5-^7-2- 



7i 




a [l, 3] **Wu [2, 


3-a] -fv-r 


)V- 


9 b (5H) — OV) 


-2-^7x;^» — N 




H : 


mm-m& m- 


1] \Z&^Ts R 1 : H ; R ! : 


H ; R 3 : i-Pr ; 


R 4 


: H ; R 5 : Ph ; R 6 


: H ; R 7 : 4-CH,0 ; R 8 


: n-PrNHCO ; 


X : 


0;Y:0;Z:Ph 


; R : 3 -Me -PhOft^Rl 


) 



111*7^11. Og (7 4. Ommol) &&t}?- h7k KP77>»»t 
(2 5 0ml) fC, ^^~>^A2. 7 1 g (11 Ommo 1) t4-^D ; E- 



10 2-^W-7-;i/2 2. 4g (11 Ommol) £fc«fcDSS«L&^y-7 
;M«©T-h9kHP75>»jft (2 5 0ml) 38*&HftT, -7 OlCfc 

15 Ufcy^fc^A^OTh^?^- (A^rU-> : itX^JUXf ^= 1 : 1) 
fc«fcD««U 2- U-^HfrS'-S-^Wl^W'OW £M&8. 9 8 
g (»:4 5%) ^fifiifttUTUfc. 

2- (4-^h+^-3-^^>»/^;w &wmki. oo g (3. 70 

mmol) &lQ%ffl6L-*9S-)V»m (20ml) KWKLfc. fcjmm& 
20 1 2 B^ljftjm Mf&M£$jET£i§fl&U 2 - (4 h^v- 3 - 

*9-n^>*MM ^M.mm^)v^T-)v<Dmmmmi. osg (W: 10 

0 %) 

2- (4-*h**s- 3- **w>v<i M *m#K^^;pxxx;n. o 

Og (3. 5 2mmo 1) ©iWb;l^l/>Jgfi* (2 5ml) tC, »T> HlMb 
25 *Vm<D 1 NaHfe^l^MfflE (18ml) fcJn*., «T?S«»»S 1 2I#H 

(i8mi) m$7k.&maL. zau-fcji&r 

ttmt*io%im-*9s-)i' (i 5mi) Kf&tm&mtci 2 
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$77 4- (^i7->:«X5 1 ;VXXT-^=7 : 3) fc«k DffilSIU 2- (4- 
t h*D^>- 3 -^fM>^;Wfe|f^^f;|/X^7J|/6 7 Omg(W : 
7 0%) ^B^MWthxmtco 
2- (4-kFP^>-3-/fJK>^JW ^E#^^;l/XXx;U6 6 
5 Omg (2. 4 4mmol)Mf*>J')A8 4 0nig (6. lOmmol) 
©T-feh" HU;WWfc (4ml) fc\ fit, 2-yp^E-N-7 P Ptf;PT*feh 
75 H (3. 6 6mmol) <07± hxh UJVttHR (4ml) Sin*., gJ&TfE 

10 'J^JW7A^DThi/77^- (MMt> : itI?JH7rJP= 1 : 1) 
fcJ;9*»SU 2- (3-^^;V-4- (2-^V-2- (:/□ tf;i/75 J) 
Xh*-» O^M)V) 5fcJlSl^fMXr^8 6 8mg ( JR* : 9 6 %) S 

2- (3-^^;U-4- (2-^7-2- {ZfU\f.)V7B.J) Ih+V) ^ 
15 >V-r;i/) ^ifi^^HXf;P8 6 0mg (2. 3 3mmol) <D*?J- 
)Vmm (10ml) \Z. 1ST, 4N#«fc^hU£Aja» (2. 3ml) £JlD 
SfiT?S*»«S2. 5BtM#L£:. BLJSmBUZlNWStmtit (1 5m 

i) ssamu i^mx^xxx^ttaiL, mmm&mi&i&mmrmtis* 

20 Tfc«»U 2- (3-^^;i/-4- (2-:**V-2- C/ntf;i/75/) x 

h^-» ^iti8 2 0mg mm-. 99%) £e&®#£LT# 

fc. 

2- (3-^^-4- (2-^V-2- C/Dtf^S/) Ih+y) ^ 
>^;W?cIfi4 8. Omg (0. 14mmol), (2R) -2-757- 
25 Z-*?)V- l-7x-;i/^>- 1 -*-)\>2 1. 5mg (0. 12mmol) 
hUx^;KT5>0. 043ml (0. 3 1mmol) Otfb^^l/^ 

(imi) i:, aaflT, i - k f >^>y h u y-/-)]yimm 2 2 . omg 

(0. 16mmol) tl - (3 -^*3S/W75/ 7P tf;W - 3 -X^kfrJI, 
afoMS F1fi»ifc3 1. Omg (0. 16mmol) SJD*., 
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)V^m.it^V> (2ml) \Z®ffiL. SfiTb'J7MDfi (1ml) £Jq 

^M7A^DYh^77^- ^t>:lil?MXfJl/=l : 1) lz£ 
VmUL, mmik&mi 8. Omg OR*: 2 9%) *8mfettttto£LT#fc. 

i HNMR (CDC1 3 ) 5:0. 77 (6H, d, J = 6. 6Hz) , 0. 
95 (3H, t, 3 = 7. 4Hz) , 1. 55-1. 71 (3H, m) , 2. 2 

10 6 (3H, s) , 3. 34 (2H, q, J = 6. 7Hz) , 3. 80 (1H, d 
d, J = 6. 1, 7. OHz) , 4. 52 (2H, s) , 4. 99 (1H, d, 
J = 7. OHz), 6. 51-6. 52 (1H, m) , 6. 72 (1H, d, J 
= 8. 6Hz), 7. 06-7. 09 (2H, m) , 7. 22-7. 27 (3H, 
m), 7. 37-7. 40 (1H, m) , 7. 50 (1H, dd, J = l. 9, 

15 8. 6Hz) , 7. 54-7. 61 (2H, m) , 7. 64 (1H, d, J = l. 
9Hz) , 8. 03-8. 06 (1H, m) 
FAB-MS (m/e) :4 9 9 [M + H] + 

mmm 1 tmmizhx. tmoit&mz ho c i - 1 ] x\t 1 1 1 - 1 ] <d 

20 fc&mWl 0 0 lfo^V 1 0 2 4, 1 0 28, 10 34&^bl0 42, 1 04 
5, 1 0 6 2, 1 0 6 5, 1 0 9 3, 1 0 9 4, 1 0 9 5, 1 1 04, 1 1 0 8, 
1110, 1115^11118, 1 1 3 O&tALl 1 3 3, 1 1 3 5, 1 1 
4 3, 1 1 4 7, 1 1 5 7&HL1 1 6 2, 1 1 6 6^1 1 6 7CD|b^# 

25 

Mil 10 0 1 CO^ji (Ri:H;R2:H;R3:i-Pr;R4:H;R 5 : 
H;R 6 :H;R 7 :H;X:Q;Y:Q;Z:Ph;R:Ph) 
i HNMR (CDC1 s ) 5:0. 76 (3H, d, J = 6. 5Hz) , 1. 
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14 (3H, d, J = 6. 5Hz) , 1. 2 8-1. 3 6 (1H, m) , 3. 7 
6-3. 84 (1H, m) , 3. 88 (1H, q, J = 7. 4Hz) , 4. 57 
(1H, t, J = 7. 4Hz), 7. 19-7. 22 (1H, m) , 7. 33- 
7. 42 (3H, m) , 7. 4 5-7. 5 0 (2H, m) , 7. 58-7. 61 
5 (2H, m) , 7. 7 7-7. 8 0 (1H, m) 
FAB-MS (m/e) : 2 94 [M+H] + 

MffiW3 

jk$m% 1 0 0 2 (Ri:H;R2:H;R3: i-Pr;R4;H;R 5 : 

10 CO,Me ; R 6 : H ; R 7 : H ; X : O ; Y : O ; Z : Ph ; R : Ph) 

i HNMR (CDC1 3 ) (5:0. 92 (3H, d, J = 6. 6Hz), 1. 

01 (3H, d, J = 6. 6Hz) , 1. 2 5-1. 3 9 (lH. m), 3. 6 
6 (3H, s) , 4. 00 (1H, dd, J=4. 5, 10. 7Hz) , 4. 6 

15 8 (1H, d, J =4. 5Hz), 7. 18-7. 23 (1H, m) , 7. 30- 
7. 41 (3H, m) , 7. 46-7. 57 (4H, m), 7. 78-7. 83 
(1H, m) 

FAB-MS (m/e) : 3 5 2 [M+H] + 

20 i HNMR (CDC1 3 ) 6:1. 03 (3H, d, J = 6. 5Hz), 1. 
42 (3H, d, J = 6. 1Hz) , 2. 5 8-2. 7 0 (1H, m) , 3. 4 

2 (1H, dd, J = 6. 3, 11. 8Hz) , 3. 52 (3H, s) , 4. 7 
5 (1H, d, J = 6. 3Hz), 7. 23-7. 41 (1H, m) , 7. 48- 
7. 51 (3H, m) , 7. 5 3-7. 5 7 (4H, ra) , 7. 78-7. 81 

25 (1H, m) 

FAB-MS (m/e) : 3 52 [M+H] + 

i HNMR (CDC1 3 ) 6:0. 68 (3H, d, J = 6. 7Hz), 0. 
77 (3H, d, J = 6. 4Hz) , 1. 6 0-1. 7 2 (1H, m) , 3. 7 
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7 (3H, s) , 4. 30 (1H, dd, J = 6. 2, 10. 5Hz) , 4. 6 
9 (1H, d, J = 6. 2Hz) , 7. 18-7. 21 (1H, m) , 7. 3 0- 
7. 36 (3H, m), 7. 49-7. 52 (2H, m), 7. 61-7. 64 

(2H, m) , 7. 8 1-7. 84 (1H, m) 
5 FAB-MS (m/e) :3 5 2 [M+H] + 

it&mm 1 0 0 3 <DWk (R i : H ; R 2 : H ; R a : i - P r ; R 4 : H ; R 6 : 
CH , OH ;R 6 :H;R 7 :H;X:Q;Y:Q;Z:Ph;R: Ph) 
10 i HNMR (CDC 1 3 ) 5:0. 82 (3H, d, J = 6. 6Hz) , 1. 

08 (3H, d, J = 6. 6Hz) , 1. 2 6- 1. 3 8 (1H, m) , 3 . 5 
6-3. 6 2 (1H, m) , 3. 63 (1H, dd, J = 5. 5, 11. 8Hz) , 
3. 84 (1H, dd, J = 2. 6, 11. 8Hz) , 4. 34 (1H, dt, 

J = 2. 6, 5. 5Hz), 7. 16-7. 19 (1H, m), 7. 32-7. 
15 41 (3H, m) , 7. 45-7. 51 (2H, m) , 7. 5 4-7. 5 8 (2 
H, m) , 7 . 7 9-7. 81 ( 1 H, m) 
FAB-MS (m/e) : 3 24 [M+H] + 

MM&l 5 

20 tt&mW 1 0 0 4 (DMfe (Ri:H;R2:H;R3;i-Pr;R4:H;R 5 : 
CH, CO , Me ;R 6 : H ; R 7 ; H ; X : O ; Y : O ; Z : Ph ; R : Ph) 
i?77>xW-T-A 

i HNMR (CDC 1 3 ) 5:0. 71 (3H, d, J = 6. 8Hz), 0. 
72 (3H, d, J = 6. 8Hz) , 1. 48-1. 6 0 (1H, m) , 2. 1 

25 9 (1H, dd, J = 5. 9, 15. 9Hz) , 2. 35 (1H, dd, J = 7. 
9, 15. 9Hz), 3. 48 (1H, t, J = 5. 9Hz), 3. 64 (3H, 
s) , 4. 48 (1H, dt, J = 5. 9, 7. 9Hz) , 7. 38-7. 43 
(3H, m) , 7. 5 0-7. 6 0 (3H, m) , 7. 7 2-7. 7 5 (2H, 
m) , 7 . 9 4-7. 9 7 ( 1 H, m) 
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FAB-MS (m/e) :3 6 6 [M+H] + 

i HNMR (CDC 1 3 )<5:0. 82 (3H, d, J = 6. 7 Hz) , 0. 
92 (3H, d, J = 6. 4Hz) , 1. 49-1. 6 2 (1H, m) , 2. 6 
5 9 (1H, dd, J = 5. 6, 15. 6Hz) , 2. 78 (1H, dd, J = 8. 
8, 15. 6Hz) , 3. 74 (3H, s) , 4. 08 (1H, dd, J = 5. 

6, 10. 0Hz) , 4. 75 (1H, dt, J = 5. 6, 8. 8Hz) , 7. 
16-7. 20 (1H, m) , 7. 28-7. 36 (3H, m) , 7. 45-7. 
5 2 (4H, m) , 7. 7 8-8. 2 5 (1H, m) 

10 FAB-MS (m/e) :3 6 6 [M+H] + 

mmme 

JfrfrlfrflU 1 0 0 5 <DWM (R * : H ; R 2 : H ; R « : i -P r ; R * : H ; R 5 : 
Ph;R 6 :H;R 7 :H;X:Q;Y:Q;Z:Ph;R:Ph) 
15 i HNMR (CDC 1 3 ) 6 : 0. 11 (3H, d, J = 6. 4Hz) , 0. 
73 (3H, d, J = 6. 6Hz) , 1. 5 3- 1. 5 7 (1H, m) , 4. 1 
5 (1H, dd, J = 5. 4, 10. 6Hz), 5. 17 (1H, d, J = 5. 
4Hz) , 7. 2 2- 7. 2 7 (2H, m) , 7. 3 2-7. 43 (5H, m) , 

7. 4 6-7. 5 1 (4H, m) , 7. 6 6-7. 7 0 (2H, m) , 7. 8 3- 
20 7 . 8 9 ( 1 H, m) 

FAB-MS (m/e) : 3 7 0 [M+H] + 

ttl&toM 1 0 0 6 (DtSM (Ri:H;R2:H;R3:i-Pr;R4;H;R 5 : 
25 CH^OMe ;R 6 : H ; R 7 : H ; X : O ; Y : O ; Z : Ph ; R : Ph) 

i HNMR (CDC 1 3 ) <5:0. 96 (3H, d, J = 6. 5 Hz) , 1. 
40 (3H, d, J = 6. 2Hz), 2. 71-2. 81 (1H, m) , 3. 1 
3 (3H, s) , 3. 18 (1H, dd, J = 6. 2, 10. 6Hz) , 3. 2 
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9 (1H, dd, J = 6. 2, 11. 8Hz) , 3. 45 (1H, dd, J = 3. 
4, 10. 6Hz) , 4. 45 (1H, dt, J = 3. 4, 6. 2Hz) , 7. 
2 2-7. 2 5 (1H, m) , 7. 3 5-7. 3 9 (3H, m) , 7. 44-7. 

47 (2H, m) , 7. 54-7. 5 8 (2H, m) , 7. 74-7. 7 7 (1 
5 H, m) 

FAB-MS (m/e) :3 3 8 [M + H] + 

i HNMR (CDC 1 3 ) <5:0. 80 (3H, d, J = 6. 6Hz), 0. 
94 (3H, d, J = 6. 4Hz) , 1. 5 3-1. 6 0 (1H, m) , 3. 4 
10 0 (3H, s) , 3. 61 (2H, d, J = 6. 1Hz) , 4. 04 (1H, d 
d, J = 6. 1, 10. 2Hz), 4. 43 (1H, q, J = 6. 1Hz), 7. 
20-7. 23 (1H, m) , 7. 28-7. 36 (3H, m), 7. 45-7. 

48 (2H, m) , 7. 5 0-7. 5 4 (2H, m) , 7. 78-7. 81 (1 
H, m) 

15 FAB-MS (m/e) : 3 3 8 [M+H] + 

ft&QM 1 0 0 7 (DMi& (R*:H;R2:H;R3:H;R4:H;R 5 : CH 
, CO , Me ;R 6 : H ; R 7 : H ; X : O ; Y : O ; Z : Ph ; R : Ph) 

20 y7XrVt7-A 

i HNMR (CDC 1 3 ) <5:2. 58 (1H, dd, J = 7. 2, 15. 9 
Hz), 2. 77 (1H, dd, J = 6. 0, 15. 9Hz), 3. 48 ( 1 H, 
dd, J = 7. 1, 11. 0Hz) , 3. 65 (3H, s) , 3. 82 (1H, 
dd, J = 5. 7, 11. 0Hz), 4. 65-4. 80 (1H, m), 7. 2 

25 2-7. 30 (1H, m), 7. 32-7. 45 (3H, m), 7. 45-7. 
55 (2H, m) , 7. 5 5-7. 6 0 (2H, m) , 7. 7 7-7. 8 2 (1 
H, m) 

FAB -MS (m/e) : 3 24 [M+H] + 



WO 02/066479 PCT/JP02/01576 

130 

i HNMR (CDC 1 3 ) 8:2. 4 8 (1H, dd, J = 6. 5, 15. 9 
Hz) , 2. 72 (1H, dd, J = 6. 4, 15. 9Hz) , 2. 97 (1H, 
dd, J = 5. 1, 11. 8Hz), 3. 67 (3H, s) , 4. 51 (1H, 
dd, J = 6. 6, 11. 8Hz) , 4. 6 5-4. 8 0 (1H, m) , 7. 2 
5 2-7. 30 (1H, m), 7. 32-7. 45 (3H, m), 7. 45-7. 
5 5 (2H, m) , 7. 5 5-7. 6 0 (2H, m) , 7. 7 7-7. 8 2 (1 
H, m) 

FAB-MS (m/e) :3 24 [M + H] + 

io mmm 9 

fc&foW 1 0 0 8 (DmB. (R 1 :H;R2:H;R3:H;R4;H;R 5 : 4 - 
Br-Ph;R 6 : H ; R 7 : H ; X : O ; Y : O ; Z : Ph ; R : Ph) 

i HNMR (CDC1 3 ) 5:3. 09 (1H, dd, J = 9. 7, 11. 9 
15 Hz), 4. 59 (1H, dd, J = 5. 7, 11. 9Hz) , 5. 07 (1H, 
dd, J = 5. 7, 9. 7Hz) , 7. 11 (2H, d, J = 8. 4Hz), 7. 
3 2-7. 4 8 (6H, m) , 7. 4 8-7. 5 7 (2H, m) , 7. 62-7. 
70 ( 2 H, m) , 7. 80-7. 88 (lH.m) 
FAB-MS (m/e) : 40 6/4 0 8 [M+H] + 
20 ^7Xrm-B 

1 HNMR (CDC 1 3) 5:3. 67 (1H, dd, J = 7. 8, 11. 2 
Hz), 3. 94 (1H, dd, J = 6. 1, 11. 2Hz), 5. 29 (1H, 
dd, J = 6. 1, 7. 8Hz) , 7. 04 (2H, d, J = 8. 5Hz) , 7. 
32-7. 48 (6H, m), 7. 48-7. 57 (2H, m), 7. 62-7. 
25 7 0 (2H, m) , 7. 8 0-7. 8 8 (1H, m) 

FAB-MS (m/e) : 40 6/4 0 8 [M+H] + 

mmmi o 

jfrg^j 0 0 9(Piytr (R 1 : H ; R2 : H ; R a : H ; R ^ : H ; R 5 : CH , 



WO 02/066479 



PCT/JP02/01576 



131 

CH,OH ; R 6 :H:R 7 :H;X:Q;Y:0;Z:Ph;R:Ph) 

i HNMR (CDC 1 3 ) 6:1. 85-1. 92 (2H, m) , 3. 41 (1 
H, dd, J = 7. 4, 9. 9Hz) , 3. 7 0-3. 8 0 (3H, m) , 4. 
51-4. 65 (1H, m) , 7. 2 5-7. 45 (4H, m) , 7. 45-7. 
5 5 5 (2H, m) , 7. 55-7. 61 (2H, m) , 7. 7 8-7. 8 3 (1 
H, m) 

FAB-MS (m/e) :2 9 6 [M + H] + 

mnmi 1 

10 jt^mm 10 10 <DWt (R 1 : H ; R 2 : H ; R 3 : COM e ; R ■* : H ; R 
5 : Me ; R 6 : Me ; R 7 : H ; X : O ; Y : O ; Z : Ph ; R : Ph) 
i HNMR (CDC 1 3 ) <5:1. 20 (3H, s) , 1. 43 (3H, s), 

3. 6 0 (3H, s) , 4. 6 7 ( 1 H, s) , 7. 2 5-7. 6 8 (8H, m) , 
7. 81 (1H, dd, J = 2. 5, 6. 2Hz) 

15 FAB-MS (m/e) : 3 3 8 [M + H] + 

mmm 1 2 

jfrgWj 10 11 tpgjg (R 1 : H ; R 2 : H ; R 3 : CO , E t ; R * : H : R 
5 : Me ; R 6 : Me ; R 7 : H ; X : O ; Y : O ; Z : Ph ; R : Ph) 
20 i HNMR (CDC 1 3 ) 6:1. 09 (3H, t, J = 7. 2Hz), 1. 
23 (3H, s) , 1. 43 (3H, s) , 4. 02-4. 11 (2H, m) , 

4. 66 (1H, s) , 7. 24-7. 6 8 (8H, m) , 7. 80-7. 83 
(1H, m) 

FAB-MS (m/e) : 3 52 [M+H] + 

25 

mmmi 3 

%&mn 10 12 (pgjj (R 1 : H ; R 2 : H ; R s ; c O^M e;R«:H;R 
5 :H;R 6 : H : R 7 : H ; X : O ; Y : O ; Z : Ph ; R : Ph) 
» HNMR (CDC 1 3) <5:3. 6 3 (3H, s) , 4. 3 0 (1H, dd, 
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J = 7. 0, 8. 7Hz) , 4. 7 1 (1H, t, J = 8. 7Hz) , 4. 88 

(1H, dd, J = 7. 0, 8. 7Hz) , 7. 2 7-7. 2 9 (1H, m) , 
7. 34-7. 40 (3H, m) , 7. 50-7. 53 (2H, m), 7. 6 3- 
7. 66 (2H, m) , 7. 81-7. 84 (1H, m) 
5 FAB-MS (m/e) : 310 [M+H] + 

mm\ 1 4 

ih^m 10 13 CDgSjg (Ri:H;R2:H;R3;H;R*:H;R 5 :Ph : 
R 6 :H;R 7 :H;X:Q;Y:Q;Z:Ph;R:Ph) 

10 ^r^Tl/tY-A 

1 HNMR (CDC 1 3 ) 8:3. 14 (1H, dd, J = 9. 8, 11. 9 
Hz), 4. 58 (1H, dd, J = 5. 7, 11. 9Hz), 5. 11 ( 1 H, 
dd, J = 5. 7, 9. 8Hz), 7. 15-7. 22 (1H, m), 7. 22- 
7. 48 (8H, m), 7. 22-7. 48 (8H, m), 7. 50-7. 55 

15 (2H, m) , 7. 6 5-7. 7 2 (2H, m) , 7. 8 0-7. 9 0 (1H, 
m) 

FAB-MS (m/e) :3 2 8 [M + H] + 

i HNMR (CDC1 3 ) 8:3. 68 (1H, dd, J = 7. 6, 11. 0 
20 Hz), 3. 99 (1H, dd, J = 6. 4, 11. 0Hz), 5. 34 (1H, 
dd, J = 6. 4, 7. 6Hz), 7. 15-7. 22 (1H, m), 7. 22- 
7. 48 (8H, m) , 7. 22-7. 48 (8H, m) , 7. 50-7. 55 
(2H, m) , 7. 6 5-7. 7 2 (2H, m) , 7. 8 0-7. 9 0 (1H, 
m) 

25 FAB-MS (m/e) :3 2 8 [M + H] + 

mmm 1 5 

10 14 (Pjgjg (Ri:H;R2:H;R3:i-Pr;R4:H;R 5 : 
H;R 6 :H;R 7 :H;X:Q;Y:Q;Z:Ph;R: 3-1-4 -MeO- 
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Ph) 

i HNMR (CDC1 3 ) 6 : 0. 78 (3H, d, J = 6. 5Hz) , 1. 
15 (3H, t, J = 6. 5Hz) , 1. 2 5-1. 3 6 (1H, m) , 3. 7 
4-3. 91 (2H, m) , 3. 89 (3H, s) , 4. 56 (1H, t, J = 
5 8. 5Hz) , 6. 79 (1H, d, J = 8. 6Hz), 7. 2 0-7. 7 9 (5 
H, m) , 8 . 0 3 (1H, s ) 
FAB-MS (m/e) :4 5 0 [M + H] + 

mmm 1 6 

10 ft&QlMl 0 1 5<Dmm (R 1 :H; R2 :H; R3 : j -p r ; : H ; R s : 
H;R 6 :H;R 7 :H;X:Q;Y:Q;2:Ph;R: 3-F-4-Me- 
Ph) 

i HNMR (CDC 1 s ) <5:0. 77 (3H, d, J = 6. 6Hz), 1. 
14 (3H, t, J = 6. 6Hz) , 1. 2 6-1. 3 5 (1H, m) , 2. 2 
15 7 (3H, s) , 3. 7 7-3. 8 3 (1H, m) , 3. 88 (1H, t, J = 
7. 2Hz), 4. 57 (1H, d, J = 7. 2Hz), 7. 16-7. 76 (7 
H, m) 

FAB-MS (m/e) :3 2 6 [M+H] + 
20 $mM 1 7 

iti&toM 10 16 <DW£ (Ri:H;R';H;R»: i-Pr;R«:H;R 5 : 
H;R 6 :H;R 7 :H;X:Q;Y:Q;Z:Ph;R:4-Cl-3-Me- 
Ph) 

i HNMR (CDC1 3 ) <5 : 0. 78 (3H, d, J = 6. 6Hz) , 1. 
25 13 (3H, t, J = 6. 6Hz) , 1. 2 6- 1. 3 5 (1H, m) , 2. 3 
8 (3H, s) , 3. 7 7-3. 8 7 (1H, m) , 3. 88 (1H, t, J = 
7. 3Hz) , 4. 56 (1H, t, J = 7. 3Hz), 7. 18-7. 80 (7 
H, m) 

FAB-MS (m/e) :342 [M+H] + 
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MMM 1 8 

tt&mm 10 17 cDS[j§ (Ri:H;R2:H;R3:i-Pr;R4:H;R 5 : 
H ; R 6 :H;R 7 :H;X:Q; Y:Q; Z : Ph;R : 4-C1-3-F- 
5 Ph) 

i HNMR (CDC1 3 ) <5 : 0. 79 (3H, d, J = 6. 5Hz) , 1. 

13 (3H, t, J = 6. 5Hz) , 1. 2 6- 1. 3 3 (1H, m) , 3. 7 
9-3. 85 (1H, m) , 3. 89 (1H, t, J=7. 2Hz) , 4. 57 

(1H, d, J=7. 2Hz) , 7. 17-7. 81 (7H, m) 
10 FAB-MS (m/e) :346 [M+H] + 

mmm 1 9 

jt&MM 10 18 (DWt (Ri:H;R2:H;R3:i-Pr;R<t:H;R B : 
H ; R 6 :H;R 7 :H;X:Q;Y:Q;Z:Ph;R: 4-HO-3-Me- 
15 Ph) 

1 HNMR (CDC1 3 ) <5 : 0. 77 (3H, d, J=6. 6Hz) , 1. 

14 (3H, d, J=6. 6Hz) , 1. 3 2-1. 40 (1H, m) , 2. 2 
5 (3H, s) , 3. 7 3-3. 8 3 (1H, m) , 3. 89 (1H, t, J = 
7. 4Hz) , 4. 55 (1H, t, J = 7. 4Hz), 4. 9 8-5. 0 0 (1 

20 H, m) , 6. 77 (1H, d, J = 8. 2Hz) , 7. 2 0-7. 2 5 ( 1 H, 
m) , 7. 27 (1H, dd, J = l. 6, 8. 2Hz), 7. 31 (1H, d, 
J = l. 6Hz), 7. 43-7. 49 (2H, m) , 7. 76-7. 78 (1 
H, m) 

FAB-MS (m/e) : 3 24 [M+H] + 

25 

mMM2 0 

{froM 10 19 (Ri:H;R2;H;Ra:i-Pr;R4:H;R s : 

H;R 6 :H;R 7 :H;X:Q;Y:Q;Z:Ph;R:4-MeO-3-M 
e-Ph) 
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i HNMR (CDC 1 3 ) 6:0. 76 (3H, d, J = 6. 6Hz), 1. 
15 (3H, d, J = 6. 6Hz) , 1. 30-1. 61 (1H, m) , 2. 2 
1 (3H, s) , 3. 77 (1H, dt, J = 7. 5, 10. 4Hz) , 3. 8 
3 (3H, s) , 3. 89 (1H, dd, J = 7. 5, 8. 4Hz) , 4. 55 
5 (1H, dd, J = 7. 5, 8. 4Hz) , 6. 80 (1H, d, J = 8. 2H 
z) , 7. 21-7. 24 (1H, m) . 7. 36 (1H, dd, J = 2. 3, 
8. 2Hz) , 7. 38 (1H, d, J = 2. 3Hz), 7. 42-7. 49 (2 

H, m) , 7 . 7 5 - 7 . 7 8 ( 1 H, m) 
FAB-MS (m/e) : 3 38 [M + H] + 

10 

gffitt 2 1 

fc-g^ffil 1 0 2 0 <£>SOt (Ri:H;R2;H;R3:i-Pr;R4:H;R 5 : 
H;R 6 :H;R 7 :H;X:Q;Y:Q; Z:Ph;R: 3-Me-4-n- 
P r O-Ph) 

15 i HNMR (CDC1 3 ) 6:0. 79 (3H, d, J = 6. 5Hz) , 1. 
09 (3H, t, J = 7. 4Hz) , 1. 18 (3H, d, J = 6. 5Hz) , 

I. 30-1. 42 ( 1 H, m) , 1. 18-1. 90 ( 2 H, m) , 2. 25 
(3H, s) , 3. 7 5-3. 8 4 ( 1 H, m) , 3. 8 9-3. 9 7 (3H, 

m) , 4. 57 (1H, t, 3 = 7. 7Hz) , 6. 81 (1H, d, J = 8. 
20 0Hz) , 7. 2 2-7. 7 9 (6H, m) 

FAB-MS (m/e) :3 6 6 [M+H] + 

mmn 2 

fetli 10 2 1 (pgjfi (Ri:H;R2:H;R3:i-Pr;R4:H;R 6 : 
25 H;R 6 :H;R 7 :H;X:Q;Y:Q;Z:Ph;R: 3-MeO-4-M 
eO-Ph) 

1 HNMR (CDC 1 3 ) 6:0. 79 (3H, d, J = 6. 6Hz), 1. 
18 (3H, d, J = 6. 6Hz) , 1. 31-1. 48 (1H, m) , 3. 8 
1-3. 89 (2H, m) , 3. 87 (3H, s) , 3. 90 (3H, s) , 4. 
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58 (1H, t, J = 7. 4Hz) , 6. 89 (1H, d, J = 8. 4Hz) , 
7. 0 7-7. 8 1 (6H, m) 
FAB-MS (m/e) : 3 54 [M+H] + 

5 mmmm2 3 

It-SWlMl 0 2 2<Dmm (R 1 : H : R 2 : H ; R s : i -P r ; R 4 ; h ; R 5 : 
H; R 6 :H;X:Q: R 7 :H;Y:Q:Z:Ph;R: 4-MeS-Ph) 

i HNMR (CDC1 3 ) 5:0. 7 7 (3H, d, J = 6. 5Hz), 1. 
14 (3H, d, J = 6. 5Hz) , 1. 3 2-1. 6 0 (1H, m) , 2. 5 
10 0 (3H, s) , 3. 7 7-3. 9 2 (2H, m) , 4. 57 (1H, t, J = 
7. 4Hz) , 7. 19-7. 27 (3H, ra) , 7. 46-7. 5 2 (4H, 
m) , 7 . 7 7 - 7 . 8 0 ( 1 H, m) 

FAB-MS (m/e) : 3 40 [M+H] + 

15 mmmm2 4 

it&mmi 0 2 3 (Pmm. (R 1 : H : R 2 : H ; R 3 : i-Pr;R^:H;R 5 : 
H;R 6 :H:R 7 :H:X :Q;Y:Q: Z :Ph ; R : 4-MeSO „-Ph) 

1 HNMR (CDC 1 3 ) 5:0. 7 9 (3H, d, J = 6. 2Hz), 1. 
14 (3H, d, J = 6. 2Hz) , 1. 24-1. 2 9 (1H, m) , 3. 0 
20 9 (3H, s), 3. 82-3. 9 2 (2H, m) , 4. 58-4. 61 (1H, 
m) , 7. 16-7. 18 (1H, m) , 7. 5 1-7. 5 3 (2H, m) , 7. 
8 0-7. 84 (3H, m) , 7. 98 (2H, d, J = 8. 6Hz) 

FAB-MS (m/e) : 3 7 2 [M+H] + 

25 H«J2 5 

MM 1 0 2 4 (DMig (R 1 :H:R2:H;R3:i-p r;R 4;H;R 5 : 
H; R 6 :H:R 7 :H:Y: Q;Y:Q:Z : Ph : R : 3 -Me-4-CF^ 
SO a O-Ph) 

» HNMR (CDC1 3 ) 6 : 0. 7 9 (3H, d, J = 6. 7Hz) , 1. 
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13 (3H, d, J = 6. 1Hz), 1. 24-1. 34 ( 1 H, m) , 2. 3 
9 (3H, s) , 3. 7 7-3. 9 0 (2H, m) , 4. 54-4. 5 9 ( 1 H, 
m), 7. 18-7. 20 (1H, m) , 7. 25 (1H, d, J =8. 6Hz), 
7. 4 8-7. 5 3 (4H, m) , 7 . 7 8 - 7 . 8 1 ( 1 H, m) 
5 FAB-MS (m/e) :45 6 [M+H] + 

HJSM2 6 

tt&VlM 1 0 2 8 (Pgjg (Ri:H;R2:H;R3:i-Pr;R4:H;R 5 : 
H;R 6 :H;R 7 :H;X:Q;Y:Q;Z:Ph;R: 3, 5-I £ -4-M 
10 eO-Ph) 

i HNMR (CDC 1 3 ) 6:0. 8 1 (3H, d, J = 6. 5Hz) , 1. 
15 (3H, d, J = 6. 5Hz) , 1. 2 8-1. 3 7 (1H, m) , 3. 7 
8-3. 90 (2H, m) , 3. 87 (3H, s) , 4. 55 (1H, t, J = 
7. 2Hz) , 7. 22-7. 81 (4H, m) , 7. 98 (2H, s) 
15 FAB-MS (m/e) : 5 7 6 [M+H] + 

mum 2 7 

jk&WW 1 0 3 4 <D$tm (R 1 :H;R2:H;R3:i-Pr;R4:H;R 5 : 
H;R 6 :H;R 7 :H;X:Q;Y:Q;Z:Ph;R: 3> 4-OCH^Q- 
20 Ph) 

i HNMR (CDC1 s) 5:0. 7 9 (3H, d, J = 6. 5Hz) , 1. 
15 (3H, t, J =6. 5 Hz) , 1. 35-1. 45 (1H, m) , 3. 7 
6-3. 82 (1H, m) , 3. 91 (1H, t, J = 7. 5Hz) , 4. 5 5 
(1H, t, J = 7. 5Hz) , 5. 98 <2H, d, J = 4. 7Hz) , 6. 
25 8 0 (1H, d, J=7. 9Hz) , 7. 0 2-7. 7 8 (6H, m) 

FAB-MS (m/e) : 3 3 8 [M+H] + 

mmm 2 8 

1 0 3 5 (Dmm (Ri:H;R2:H;R3:i-Pr;R4;H;R 5 : 
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H;R 6 :H;R 7 :H;X:0;Y:Q;Z:2, 3-Pyridyl (6fe 
iz&mm?) ;R:Ph) 

i HNMR (CDC 1 3 ) 6:0. 77 (3H, d, J = 6. 5Hz), 1. 
16 (3H, d, J = 6. 5Hz) , 1. 2 6-1. 3 7 (1H, m) , 3. 8 
5 5-3. 94 (2H, m) , 4. 54-4. 62 (1H, m) , 7. 33-7. 
62 (7H, m) , 8. 80 (1H, dd, J = l. 5, 4. 8Hz) 
FAB-MS (m/e) : 2 9 5 [M+H] + 

mnw2 9 

10 jb&®M 1 0 3 6 (DMM (Ri:H;R2:H;R3:j-Pr;R4:H;R 5 : 

H;R 6 : H ; R 7 : H ; X : O ; Y : O ; Z : 2, 3-Pyridyl (6ft 

IZ&mW^) ;R:4-MeO-Ph) 
i HNMR (CDC 1 3 ) 6:0. 7 9 (3H, d, J = 6. 6Hz), 1. 

18 (3H, d, J = 6. 6Hz) , 1. 34-1. 4 5 (1H, m) , 3 . 8 
15 3 (3H, s) , 3. 84-3. 9 5 (2H, m) , 4. 5 5-4. 60 ( 1 H, 

m) , 6. 92 (2H, d, J = 8. 9Hz) , 7. 3 5 (1H, dd, J=4. 

9, 7. 7Hz) , 7. 50 (2H, d, J = 8. 9Hz) , 7. 58 (1H, 

dd, J = l. 5, 7. 7Hz) , 8. 80 (1H, dd, J = l. 5, 4. 9 

Hz) 

20 FAB-MS (m/e) : 3 2 5 [M+H] + 

mmm 3 0 

it^mm 1 0 3 7 (DUm (R * : H ; R 2 : 8 -Me ; R a : i-Pr;R^:H; 
R 5 :H;R 6 : H ; R 7 : H ; X : O ; Y : O ; Z : 2, 3-Pyridyl 
25 (9fefcSMl0^) ;R:4-MeO-Ph) 

i HNMR (CDC1 8 ) 6:0. 78 (3H, d, J = 6. 6Hz) , 1. 
16 (3H, d, J = 6. 6Hz), 1. 35-1. 48 (1H, m) , 2. 5 
7 (3H, s) , 3. 78-3. 8 4 (1H, m) , 3. 82 (3H, s), 3. 
93 (1H, t, J = 8. 0Hz) , 4. 57 (1H, t, J = 8. 0Hz) , 
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6. 92 (2H, d, J = 8. 9Hz), 7. 21 (1H, d, J = 7. 9Hz), 

7. 58 (2H, d, J = 8. 9Hz) , 7. 91 (1H, d, J = 7. 9Hz) 
FAB-MS (m/e) :3 3 9 [M+H] + 

5 mm 3 1 

jfrjjjfly 0 3 8(PggB (Ri:H;R2:H;R3:i-Pr;R4;H;R 5 : 

H;R 6 :H;R 7 :H;X:Q;Y:Q;Z:2, 3-Pyrazinyl; 

R : 4-MeO-Ph) 
i HNMR (CDC 1 3 ) 5:0. 82 (3H, d, J = 6. 5Hz) , 1. 
10 23 (3H, d, J = 6. 5Hz), 1. 44-1. 50 (1H, m), 3. 8 

1 (3H, s) , 3. 87 (3H, s) , 3. 9 2- 3. 9 8 (2H, m) , 4. 

5 9-4. 6 2 (1H, m) , 6. 96 (1H, d, J = 9. 0Hz) , 7. 5 

8 (1H, d, J = 9. 0Hz) , 8. 60 (1H, d, J = 2. 6Hz), 8. 

77 (1H, d, J = 2. 6Hz) 
15 FAB-MS (m/e) :3 2 6 [M+H] + 

$mm 2 

tt&mm 1 0 3 9 <Pmm (R I : H ; R 2 : H ; R 3 : i - P r ; R * : H ; R 5 : 
H;R 6 : H ; R 7 : H ; X : O ; Y : O ; Z : 2, 3-Pyridyl (9fe 
20 ; R : 4— MeO— 3— Me — Ph) 

i HNMR (CDC1 3 ) 6:0. 80 (3H, d, J = 6. 6Hz), 1. 
19 (3H, d, J = 6. 6Hz) , 1. 3 8-1. 4 9 (1H, m) , 2. 2 
3 (3H, m) , 3. 84 (3 H, s), 3. 82-3. 87 ( 1 H, m) , 3. 
96 (1H, dd, J = 7. 0, 8. 5Hz), 4. 59 (1H, dd, J = 7. 
25 4, 8. 5Hz) , 6. 84 (1H, d, J = 8. 3Hz) , 7. 37-7. 4 
7 (3H, m) , 8. 07 (1H, dd, J = l. 6, 7. 7Hz), 8. 70 
(1H, dd, J = l. 6, 5. 0Hz) 
FAB-MS (m/e) : 3 3 9 [M + H] + 



WO 02/066479 PCT/JP02/01576 

140 

mmm 3 3 

VC&mmi 0 4 0OMjg (R 1 : H ; R 2 :H;R 3 : i-Pr ;R 4 :H;R S : 
H;R 6 :H;R 7 :H;X:Q;Y:Q;Z:2, 3-Pyridyl -N- 
Oxide Ofefc^fflK^) ; R : 4— MeQ— 3— Me — Ph) 
5 i HNMR (CDC1 s ) 8:0. 77 (3H, d, J = 6. 5Hz) , 1. 
09 (3H, d, J = 6. 5Hz) , 1. 2 6-1. 3 2 (1H, m) , 2. 2 
0 (3H, m), 3. 72-3. 80 (1H, m), 3. 82 (3H, s), 4. 
05 (1H, t, J = 8. 7Hz) , 4. 61 (1H, t, J = 8. 7Hz) , 
6. 81 (1H, d, J = 8. 6Hz), 7. 3 4-7. 61 (4H, m), 8. 
10 13 (1H, d, J = 6. 6Hz) 

FAB-MS (m/e) : 3 5 5 [M+H] + 

mmm 3 4 

fcSWm 10 4 1 (DUm (R':H;R»:8-C1 ;R»: i - P r ; R * : H ; 
15 R 5 :H;R 6 :H;R 7 :H;X:Q;Y:Q;Z:2, 3-Pyridyl 

Omz^mW^) ; R : 4— MeQ— 3— Me — Ph) 
i HNMR (CDC 1 3 ) 5:0. 78 (3H, d, J = 6. 6Hz), 1. 

17 (3H, d, J = 6. 6Hz) , 1. 3 6-1. 49 (1H, m) , 2. 2 

2 (3H, m) , 3. 77-3. 81 (lH.m), 3. 8 4 (3H, s), 3. 
20 9 2 (1H, dd, J = 7. 1, 8. 6Hz), 4. 56 (1H, dd, J = 7. 

1, 8. 6Hz) , 6. 82 (1H, d, J = 8. 7Hz) , 7. 39-7. 4 

5 (3H, m) , 7. 9 7 (1H, m) 
FAB-MS (m/e) : 3 7 3 [M + H] + 

25 mffiM 3 5 

jfroM 1 0 4 2 CDgjj (Ri;H;R»:H;R8: i-Pr;R*:H;R 5 
RfJgRj : =CH , (R 5 RffRj #HBKIftoT=CH a g&?Elfrrs) :R 7 : 
H;X:Q;Y:Q:Z:Ph;R:4-MeO-Ph) 
i HNMR (CDC 1 s ) 6:0.84 (3H, d, J = 6. 6Hz), 1. 
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00 (3H, d, J = 6. 6Hz) , 1. 3 5-1. 4 5 (1H, m) , 3. 8 
0 (3H, s) , 4. 00 (1H, dd, J = l. 3, 2. 5Hz), 4. 35 
(1H, dt, J = l. 3, 9. 6Hz) , 4. 55 (1H, dd, J = l. 3, 

2. 5Hz), 6. 86 (2H, d, J = 9. OHz), 7. 22-7. 39 (1 
5 H, m) , 7. 37 (2H, d, J = 9. OHz) , 7. 46-7. 54 (2H, 

m) , 7 . 7 9-7. 84 ( 1 H, m) 

FAB-MS (m/e) : 3 3 6 [M+H] + 

HWJ3 6 

10 tt&QsM 1 0 4 5 <DMM (R'lHiR'iHjR': i-Pr;R«:H;R 5 : 
H;R 6 :H;R 7 : 4-CH 2 O ; R 8 : n-P rNHCO ; X : O ; Y : O ; 
Z : Ph ; R : Ph) 

i HNMR (CDC 1 3 ) <5:0. 78 (3H, d, J = 6. 5Hz), 0. 
91 (3H, t, J = 7. 4Hz) , 1. 13 (3H, d, J = 6. 5Hz) , 

15 1. 24-1. 35 (1H, m), 1. 50-1. 59 (2H, m), 3. 27- 

3. 35 (2H, m) , 3. 75-3. 83 (1H, m), 3. 89 (1H, d 
d, 3 = 7. 3, 8. 3Hz) , 4. 49 (2H, s) , 4. 56 ( 1 H, dd, 
J = 7. 4, 8. 3Hz) , 6. 54-6. 5 6 (1H, m) , 6. 93 (2H, 
d, J = 8. 9Hz), 7. 17-7. 20 (1H, m) , 7. 44-7. 49 

20 (2H, m), 7. 54 (2H, d, J = 8. 9Hz), 7. 76-7. 79 (1 
H, m) 

FAB-MS (m/e) : 409 [M + H] + 
MffiM3 7 

25 ft&mm 1 0 6 2 <D9tm (Ri:H;R2:H;R3:i-Pr;R*:H;R 5 : 
H;R 6 :H;R 7 :4-CH 2 Q;R 8 : n-P r NHCO ; X : O ; Y : O ; 
Z:Ph;R:3-I -Ph) 

i HNMR (CDC1 3 ) 6:0. 78 (3H, d, J = 6. 6Hz) , 0. 
99 (3H, t, J = 7. 3Hz) , 1. 1 3 (3H, d, J = 6. 6Hz), 



WO 02/066479 PCT/JP02/01576 

142 

1. 25-1. 35 (1H, m) , 1. 58-1. 66 (2H, m), 3. 36 
(2H, q, J = 6. 3Hz) , 3. 7 8-3. 9 0 <2H, m) , 4. 52 (2 

H, s) , 4. 56 (1H, t, J = 7. 4Hz) , 6. 77 (1H, d, J = 
8. 6Hz) , 6. 97 (1H, brs) , 7. 18-8. 03 (6H, m) 

5 FAB-MS (m/e) : 5 3 5 [M+H] + 

tt&VM 1 0 6 5 (Pjgjg (Ri:H;R2:H;R3: i-Pr;R4;H;R 5 : 
H;R 6 :H;R 7 :4-CH 2 Q;R 8 : n-P r NHCO ; X : O ; Y : O ; 
10 Z : Ph ; R : 3 -Me -Ph) 

i HNMR (CDC1 3 ) 5:0. 77 (3H, d, J = 6. 5Hz), 0. 
93 (3H, t, J = 7. 4Hz) , 1. 14 (3H, d, J = 6. 5Hz) , 

I. 2 6-1. 34 (1H, m) , 1. 54-1. 61 (2H, m) , 2. 29 
(3H, s) , 3. 33 (2H, q, J = 6. 7Hz), 3. 78 (1H, dt, 

15 J = 7. 8, 10. 2Hz), 3. 89 (1H, t, J = 7. 8Hz), 4. 5 
0 (2H, s ) , 4. 56 (1H, t, J = 7 . 8Hz), 6. 57 ( 1 H, s), 
6. 78 (1H, d, J = 8. 4Hz), 7. 17-7. 23 (1H, m), 7. 
39 (1H, dd, J = 2. 5, 8. 4Hz) , 7. 43 (1H, d, J = 2. 
5Hz) , 7. 4 5-7. 5 0 (2H, m) , 7. 7 5-7. 8 0 ( 1 H, m) 

20 FAB-MS (m/e) :4 2 3 [M+H] + 

mmm3 9 

\t&mm 1 0 9 3 om.lt (R j : H ; R 2 : H ; R 3 ; j-Pr;R^:H;R 5 : 
H;R 6 :H;R 7 : 4 -CH^CH^O ; R 8 : n - P r NH ; X : O ; Y : O ; 
25 Z : Ph ; R : 3-Me-Ph) 

i HNMR (CDC 1 8 ) <5:0. 78 (3H, d, J = 6. 5Hz), 0. 
95 (3H, t, J = 7. 4Hz) , 1. 16 (3H, d, J = 6. 5Hz) , 
1. 3 2- 1. 3 8 (1H, m) , 1. 5 3- 1. 6 0 (2H, m) , 2. 23 
(3H, s), 2. 70 (2H, t, J = 7. 3Hz), 3. 06 (2H, t, 
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J = 5. 3Hz), 3. 77-3. 82 (1H, m) , 3. 90 (1H, t, J 

= 7. 7Hz) , 4. 10 (2H, t, J = 5. 3Hz) , 4. 56 (1H, t, 
J = 7. 7Hz), 6. 81 (1H, d, J = 8. 0Hz) , 7. 21-7. 4 

8 ( 5 H, m) , 7 . 7 7-7. 7 9 (1H, m) 
5 FAB-MS (m/e) : 40 9 [M+H] + 

tt&mm 1 0 9 4 <DMM (R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H ; R 5 : 
H ; R 6 ;H;R 7 : 4 - CH , CH , Q ; R 8 : E t , N ; X : O ; Y : O ; Z : 
10 Ph ; R : 3-Me-Ph) 

i HNMR (CDC1 3 ) 8:0. 76 (3H, d, J = 6. 6Hz) , 1. 

09 (6H, t, J = 7. 1Hz) , 1. 14 (3H, d, J = 6. 6Hz) , 
1. 3 4-1. 3 7 (1H, m) , 2. 21 <3H, s) , 2. 71 (4H, q, 
J = 7. 1Hz), 2. 9 4 (2 H, t, J = 5. 4Hz), 3. 75-3. 8 

15 1 (1H, m) , 3. 89 ( 1 H, t, J = 7. 7Hz) , 4. 07 (2H, t, 
J = 5. 4Hz) , 4. 56 (1H, t, J = 7. 7Hz) , 6. 79 (1H, 
d, J = 8. 2Hz), 7. 20-7. 76 (5H, m) , 7. 77-7. 78 
(1H, m) 

FAB-MS (m/e) :42 3 [M + H] + 

20 

mmm4 1 

tt&Qim 1 0 9 5 <DWk (Ri:H;R2:H;R3:i-p r ;R4;H;R s : 
H;R 6 :H;R 7 : 4-CH 1 CO , ;R 8 : Me , N ; X : O ; Y : O ; Z : 
Ph ; R : 3-Me-Ph) 
25 i HNMR (CDC 1 3 ) (5:0. 78 (3H, d, J = 6. 5Hz), 1. 
15 (3H, d, J = 6. 5Hz) , 1. 2 5-1. 45 (1H, m) , 2. 2 
0 (3H, s) , 2. 48 (6H, s) , 3. 50 (2H, s) , 3. 79-3. 
81 (1H, m) , 3. 90 (1H, t, J = 7. 3Hz) , 4. 57 (1H, 
t, J = 7 . 3Hz), 7. 03-7. 80 ( 7 H, m) 
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FAB-MS (m/e) :4 0 9 [M+H] + 
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mffiM4 2 

ik&mWl 10 4<D&M (R 1 :H:R2:H;R3 : j-pr ;R4;H;R 5 : 
5 H;R 6 :H;R 7 ;4-PhCO , ;R 8 : 5 -N ,- 2 -NO, ; X : O ; Y : 
Q;Z:Ph;R:3-I-Ph) 

i HNMR (CDC1 3 ) 6:0. 8 4 (3H, d, J = 6. 6Hz), 1. 
21 (3H, d, J = 6. 6Hz) , 1. 43-1. 48 (1H, m) , 3. 8 
6-3. 90 (2H, m) , 4. 62 (1H, t, 1 = 7. 2Hz), 7. 29- 
10 8. 7 4 (9H, m) 

FAB-MS (m/e) : 6 2 7 [M+H] + 

MMM 4 3 

tt&mm 110 8 <DW& (Ri:H;R»:H;R»; i-Pr;R<:H;R 5 : 
15 H;R 6 :H;R 7 :4-CH , Q;R 8 : E tNHCO ; X : O ; Y : O ; Z : 
Ph ; R : 3- I -Ph) 

i HNMR (CDC 1 3 ) 6:0. 79 (3H, d, J = 6. 6Hz), 1. 
14 (3H, d, J = 6. 6Hz), 1. 25 (3H, t, J = 7. 3Hz), 
1. 3 0-1. 3 4 (1H, m) , 3. 45 (2H, q, J = 5. 8Hz) , 3. 
20 7 6-3. 9 1 (2H, m) , 4. 52 (2H, s) , 4. 57 (1 H, t, J 
= 7. 2Hz) , 6. 77 (1H, d, J = 8. 5Hz) , 6. 93 ( 1 H, s) , 
7. 1 9-8. 0 4 (6H, m) 

FAB-MS (m/e) : 521 [M+H] + 

25 £36094 4 

ft&toM 1110 (Qggjj (R i : H ; R 2 : h ; R a : j - p r ; R 4 ; h ; R 5 : 
H;R 6 :H;R 7 :4-CH , Q;R 8 : MeNHCO ; X : O ; Y : O ; Z : 
Ph;R: 3- I -Ph) 
i HNMR (CDC 1 3 ) <5:0. 79 (3H, d, J = 6. 3Hz), 1. 
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15 (3H, d. J = 6. 3Hz) , 1. 16-1. 34 (1H, m) , 2. 9 

8 (3H, d, J=4. 9Hz) , 3. 79-3. 91 (2H, m) , 4. 54 

(2H, s) , 4. 54-4. 60 (1H, m) , 6. 78 (1H, d, J = 8. 

5Hz), 6. 93 (1H, s), 7. 19-8. 04 (6H, m) 
5 FAB-MS (m/e) : 5 0 6 [M+H] + 

mmm4 5 

jb&MU 1 1 5<DMm (R 1 : H ; R 2 : H ; R 8 : i-Pr ;R<:H;R 5 : 
H;R 6 :H;R 7 :4-CH , 0;R 8 : n - P r NHCO ; X : O ; Y : O ; 

10 Z : Ph ; R : 3-n-P rNHCOCH^O-Ph) 

1 HNMR (CDC 1 3 ) 6:0. 78 (3H, d, J =6. 5Hz), 0. 
8 8-0. 9 5 (6H, m) , 1. 14 (3H, d, J = 6. 5Hz) , 1. 2 
6-1. 37 (1H, m), 1. 5 1-1. 59 (4H, m) , 3. 3 2 (4H, 
q, J=6. 8Hz), 3. 78-3. 88 (2H, m), 4. 54 (2 H, s), 

15 4. 57 (2H, s), 4. 56-4. 59 (1H, m) , 6. 66-6. 71 
(2H, m), 6. 93 (1H, d, J = 8. 4Hz), 7. 12-7. 81 (6 
H, m) 

FAB-MS (m/e) : 5 24 [M+H] + 

20 mmm4 6 

<t&%}M 1116 (Pgjfi (Ri:H;R2:H;R3:j-Pr;R4:H;R 5 : 
H;R 6 :H;R 7 :4-CH , Q;R 8 : n — P r NH CO;X:Q; Y:Q; 
Z : Ph ; R : 3-MeO-Ph) 
i HNMR (CDC 1 3 ) 6:0. 79 (3H, d, J = 6. 5Hz), 0. 
25 8 9-0. 9 7 (3H, ra) , 1. 17 (3H, t, J = 6. 1Hz) , 1. 3 
0-1. 40 (1H, m) , 1. 53-1. 63 (2H, m), 3! 31 (2H, 
q, J = 7. 2Hz) , 3. 7 9-3. 8 5 (2H, m) , 3. 86 (3H, s) , 
4. 53 (2H, s) , 4. 5 6-4. 5 9 (1H, m) , 6. 92 (1H, d, 
J = 8. 3Hz) , 7. 11-7. 82 (6H, m) 
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FAB-MS (m/e) :43 8 [M+H] + 

it&mmi 1 1 7<pmm. (R' :H;R2;H;R3 ; i-Pr ;R*:H;R S : 
5 H;R 6 :H;R 7 :4-CH , S;R 8 : n-P r N.HCO : X : O ; Y : O ; 
Z : Ph ; R : Ph) 

i HNMR (CDC 1 3 ) 5:0. 75-0. 79 (6H, m) , 1. 13 (3 
H, d, J = 6. 4Hz), 1. 24-1. 29 ( 1 H, m) , 1. 38-1. 
46 (2H, m) , 3. 22 (2H, q, J = 5. 7Hz) , 3. 66 (2H, 
10 s) , 3. 77-3. 88 (2H, m), 4. 56 (1H, t, J = 7. 5Hz) , 

6. 80 (1H, s) , 7. 15-7. 80 (8H, m) 
FAB-MS (m/e) :42 5 [M+H] + 

HJS0H8 

15 tt&Vm 1118 Ogjfi (Ri:H;R2:H;R3: i-Pr;R4;H;R 5 : 
H;R 6 :H;R 7 :4-CH , SO , ;R 8 : n-P rNHCO ; X : O ; Y : 
O ; Z : Ph ; R : Ph) 

i HNMR (CDC 1 3 ) <5 : 0. 7 8 (3H, d, J = 6. 3Hz) , 0. 
94 (3H, t, J = 7. 4Hz) , 1. 12 (3H, d, J = 6. 3Hz) , 
20 1. 24-1. 2 9 (1H, m) , 1. 51-1. 61 (2H, m) , 3. 25 
(2H, q, J = 5. 6Hz)., 3. 8 2-3. 8 9 (2H, m) , 4. 03 (2 
H, s) , 4. 57-4. 60 (1H, m), 6. 72 (1H, s) , 7. 15- 

7. 18 (1H, m) , 7. 5 0-7. 5 5 (2H, m) , 7. 80-7. 83 
(3H, m) , 7. 93 (2H, d, J = 8. 8Hz) 

25 FAB-MS (m/e) :45 7 [M + H] + 

mm&u 9 

jfc&mm 113 0 (DMtB. (Ri:H;R2:H;R3; i-Pr;R<:H;R 5 : 
H ; R 6 : H ; R 7 : 4-CH , Q ;R 8 : t-BuOCO ; X : O ; Y : O ; 
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Z:Ph;R: 3-Me-Ph) 

i HNMR (CDC1 8 ) <5 : 0. 76 (3H, d, J = 6. 6Hz) , 1. 
13 (3H, d, J = 6. 6Hz) , 1. 2 6-1. 4 5 (1H, m) , 1. 4 
7 (9H, s) , 2. 28 (3H, s) , 3. 73-3. 81 (1H, m) . 3. 
5 8 8 (1H, dd, J = 7. 4, 8. 3Hz), 4. 53 (1H, dd, J = 7. 
4, 8. 3Hz) , 4. 54 (2H, s) , 6. 66 (1H, d, J = 8. 3H 
z), 7. 19-7. 22 (1H, m) , 7. 32 (1H, dd, J = 2. 3, 
8. 3Hz), 7. 36 (1H, d, J = 2. 3Hz), 7. 43-7. 49 (2 

H, m) , 7. 7 5-7. 7 8 (1H, m) 

10 FAB-MS (m/e) :4 3 8 [M+H] + 

ftttt* 5 0 

ik&faMl 13 1 tPgStjj (Rt:H;R2:H;R3;j-Pr;R<t:H;R 5 : 
H;R 6 :H;R 7 : 4-CH , Q ; R 8 : n-P r NHCO ; X : O ; Y ; Q ; 
15 2 : Ph ; R : 3, 5-C 1 , -Ph) 

i HNMR (CDC1 3 ) 8:0. 82 (3H, d, J = 6. 5Hz) , 0. 
99 (3H, t, J = 7. 4Hz) , 1. 15 (3H, d, J = 6. 5Hz) , 

I. 2 6-1. 3 5 (1H, m) , 1. 5 9- 1. 6 6 (2H, m) , 3. 36 
(2H, q, J=6. 3Hz), 3. 80-3. 92 (2H, m), 4. 55 (2 

20 H, s), 4. 54-4. 60 (1H, m), 6. 98 (1H, s), 7. 2 1- 
7. 8 2 (6H, m) 
FAB-MS (m/e) : 49 7, 47 9 [M+H] + 

mmm 5 1 

25 Mlj 113 2 <PgjB (Ri:H;R2:H;R3:i-Pr;R4:H;R 5 : 
H;R 6 ;H;R 7 :4-CH^O;R 8 : n - P r NHCO ; X : O ; Y : O ; 
Z:Ph:R: 3-C 1-5-1 -Ph) 

i HNMR (CDC 1 3 ) <5:0. 82 (3H, d, J = 6. 5Hz), 1. 
00 (3H, t, J = 7. 4Hz) , 1. 15 (3H, d, J = 6. 5Hz) , 



WO 02/066479 PCT/JP02/01576 

148 

1. 2 6-1. 3 2 (1H, m) , 1. 61-1. 68 (2H, m) , 3. 38 
(2H, q, J = 6. 6Hz), 3. 7 9-3. 9 1 (2H, m) , 4. 5 2 (2 

H, s), 4. 57 (1H, t, J = 7. 2Hz), 6. 91 (1H, s), 7. 
2 2-7. 9 3 (6H, m) 

FAB-MS (m/e) : 5 6 9 [M+H] + 

H»5 2 

tt&mm 113 3 <DWt (R i : H ; R 2 : H ; R 3 : j - p r ; r 4 : H : R 5 ; 
H;R 6 :H: R 7 :4-CH , Q;R 8 : n — P r NHCO ; X : O ; Y : Q : 
Z:Ph;R: 3-C 1 -Ph) 

i HNMR (CDC 1 a ). 6 : 0. 7 8 (3H, d, J =6. 5Hz) , 0. 
96 (3H, t, J = 7. 5Hz) , 1. 13 (3H, d, J = 6. 5Hz) , 

I. 2 5- 1. 2 9 (1H, m) , 1. 5 7-1. 6 4 (2H, m) , 3. 45 
(2H, q, J=6. 6Hz) , 3. 78-3. 91 (2H, m) , 4. 55- 

4. 60 (3H, m) , 6. 90-7. 81 (8H, m) 
FAB-MS (m/e) : 44 3 [M+H] + 

mmms 3 

tt&mm 113 5 <omt (R 1 : H ; R * : H ; R 3 ; i -P r ; R 4 : H : R 5 : 
CQ g Me ; R 6 : H : R 7 :4-CH , Q;R 8 : n -P r NHCO ; X : Q : 
Y : O ; Z : Ph ; R : 3-Me-Ph) 

i HNMR (CDC 1 8 ) 8 : 0. 9 3 (3H, t, J = 7. 4Hz) , 0. 
93 (3H, d, J = 6. 6Hz) , 1. 01 (3H, d, J = 6. 6Hz) , 
1. 32-1. 37 (1H, m) , 1. 54-1. 61 (2H, m) , 2. 27 
(3H, s) , 3. 33 (2H, q, J = 6. 7Hz) , 3. 66 (3H, s) , 

3. 98 (1H, dd, J = 4. 5, 10. 8Hz) , 4. 50 (2H, s) , 

4. 67 (1H, d, J = 4. 5Hz) , 6. 5 4-6. 5 6 (1H, m) , 6. 
77 (1H, d, J = 8. 3Hz) , 7. 19-7. 22 (1H, m) . 7. 3 
2 (1H. d, J = l. 8Hz) , 7. 38 (1H, dd, J = l. 8, 8. 3 
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Hz) , 7. 48-7. 51 (2H, m) , 7. 7 8-7. 8 2 (1H, m) 
FAB-MS (m/e) :48 1 [M+H] + 

HJS0!l 5 4 

5 tt&tami 14 3<Pgj6 (R':H;R 8 :H;R } : i-Pr;R 4 :H;R 5 : 
CN;R 6 :H:R 7 :4-CH , Q;R 8 : n-PrNHCO ; X : O ; Y : 
Q;Z:Ph;R: 3-Me-Ph) 

i HNMR (CDC 1 s) « : 0. 93 (3H, t, J = 7. 5Hz),0. 
94 (3H, d, J = 6. 5Hz) , 1. 14 (3H, d, J = 6. 5Hz) , 
10 1. 4 9-1. 6 8 (3H, m) , 2. 29 (3H, s) , 3. 33 (2H, q, 
J = 6. 6Hz) , 4. 10 (1H, dd, J = 6. 0, 10. 7Hz) , 4. 
50 (2H, s) , 4. 65 (1H, d, J=6. 0Hz) , 6. 52-6. 5 
4 (1H, m) , 6. 79 (1H, d, J = 8. 2Hz) , 7. 20-7. 26 
(1H, m) , 7. 34-7. 3 8 (2H, m) , 7. 4 7-7. 5 5 (2H, 
15 m) , 7. 8 2 - 7. 8 5 (1H, m) 

FAB-MS (m/e) : 448 [M+H] + 

mmm 5 5 

iktemm 114 7 <Dtm (R 1 : H : R 2 : H ; R s : i - P r ; R * ; h ; R 5 : 
20 CH,OH;R 6 :H;R 7 :4-CH , Q;R 8 : n-P r NHCO ; X : O ; 
Y:Q;Z:Ph;R: 3-Me-Ph) 

i HNMR (CDC 1 8 ) 5:0. 82 (3H, d, J=6. 6Hz), 0. 
93 (3H, t, J = 7. 4Hz) , 1. 07 (3H, d, J = 6. 6Hz) , 
1. 24-1. 34 (1H, m) , 1. 54-1. 68 (2H, m), 2. 28 
25 (3H, s) , 3. 33 (2H, q, J = 6. 7Hz), 4. 32 (1H, dd 
d, J = 2. 6, 5. 6, 12. 2Hz) , 4. 50 (2H, s) , 6. 55- 
6. 56 (1H, m) , 6. 78 (1H, d, J = 8. 5 Hz) , 7. 16-7. 
18 (1H, m) , 7. 34 (1H, d, J = 2. 0Hz) , 7. 39 (1H, 
dd, J = 2. 0, 8. 5Hz), 7. 47-7. 50 (2H, m), 7. 78- 
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7.8 1 (1H, m) 
FAB-MS (m/e) :4 5 3 [M + H] + 

mmm 5 6 

5 fc&mM 115 7 (DMB (Ri:H;R2:H;R^: i-Pr;R^:H;R 5 : 
H;R 6 :H;R 7 :4-CH , Q;R 8 : n-P r NHCO ; X : O ; Y : O ; 
Z : 2, 3-Pyridyl (9fl^|||f) ;R:Ph) 

i HNMR (CDC1 3 ) d : 0. 80 (3H, d, J = 6. 5Hz) , 0. 
92 (3H, t, 3 = 7. 3Hz) , 1. 18 (3H, d, J = 6. 5Hz) , 
10 1. 36-1. 48 (1H, m) , 1. 5 4- 1. 6 5 (2H, m) , 3. 32 
(2H, q, J = 6. 8 Hz) , 3. 84-3. 95 (2H, m), 4. 50 (2 

H, s) , 4. 59 (1H, t, J = 8. 0Hz) , 6. 5 7 (1H, s) , 6. 
97 (2H, d, J = 8. 8Hz) , 7. 40 (1H, dd, 3=4. 9, 7. 
8Hz) , 7. 62 (2H, d, J = 8. 8Hz) , 8. 08 (1H, dd, J 

15 =1. 6, 7. 8Hz) , 8. 69 (1H, dd, J = l. 6, 4. 9Hz) 
FAB-MS (m/e) :410 [M+H] + 

mmm 5 7 

ti&mto 115 8 (DUm (R 1 :H;R^ :HiR» : i-Pr ;R 4 :H; R s : 
20 H;R 6 :H;R 7 :4-CH , Q;R 8 : n - P r NHCO ; X : O ; Y : O ; 
Z : 2, 3-Pyr idyl ( 6 ffifcgBBBBq ; R : Ph) 

i HNMR (CDC 1 a ) 6:0. 79 (3H, d, J = 6. 5Hz), 0. 
92 (3H, t, 3=7. 4Hz) , 1. 17 (3H, d, J = 6. 5Hz) , 

I. 2 9-1. 3 3 (1H, m) , 1. 54-1. 6 3 (2H, m) , 3. 33 
25 (2H, q, J = 6. 3Hz), 3. 88-3. 92 (2H, m), 4. 51 (2 

H, s) , 4. 51-4. 58 (1H, m) , 6. 55 (1H, s) , 6. 96 
(2H, d, J = 8. 9Hz), 7. 34-7. 39 (1H, m), 7. 54 (2 
H, d, J = 8. 9Hz) , 7. 57 (1H, dd, J = l. 6, 7. 8Hz) , 
8. 81 (1H, dd, J = l. 6, .4. 9Hz) 
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FAB-MS (m/e) : 410 [M+H] + 



PCT/JP02/01576 



tt&OlW 115 9 (Omit (R':H;R2:H;R3: i-Pr;R4;H;R 5 : 
5 H;R 6 ;H;R 7 : 4-CH^O ; R 8 : n - P r NHCO ; X : O ; Y : O ; 
Z:2, 3-Pyr idyl Ofifcgjjlg?) ;R; 3-I-Ph) 

i HNMR (CDC 1 3 ) 5:0. 80 (3H, d, J = 6. 6Hz), 0. 
99 (3H, t, J = 7. 3Hz) , 1. 15 (3H, d, J = 6. 6Hz) , 
1. 30-1. 40 (1H, m). , 1. 56-1. 6 6 (2 H, m) , 3. 36 
10 (2H, q, J = 7. 0Hz) , 3. 8 0-3. 94 (2H, m) , 4. 5 3 (2 

H, s) , 4. 56 (1H, t, J = 7. 4Hz) , 6. 79 (1H, d, J = 
8. 5Hz) , 7. 00 (1H, s) , 7. 25-8.08 (5H, m) 

FAB-MS (m/e) : 5 3 6 [M+H] + 

15 5 9 

jtMSM 116 0 OWk (R i : H ; R » : 8 -M e ; R » : i - P r ; R * : H ; 
R s :H;R 6 : H ; R 7 : 4-CH i O;R 8 : n-P r NHCO ; X : O ; 
Y:Q;Z:2, 3-Pyridyl Ofefc^g?) ;R:Ph) 
i HNMR (CDC1 3 ) (5:0. 79 (3H, d, J = 6. 6Hz), 0. 
20 9 2 (3H, t, J = 7. 4Hz) , 1. 15 (3H, d, J = 6. 6Hz) , 

I. 31-1. 42 (1H, m), 1. 54-1. 61 (2H, m) , 2. 57 
(3H, s), 3. 32 (2H, q, J = 6. 8Hz), 3. 80-3. 85 (1 

H, m) , 3. 9 2 (1H, t, J = 8. 0Hz) , 4. 5 1 (2H, s) , 4. 
58 (1H, t, J = 8. 0Hz) , 6. 60 (1H, s) , 6. 95 (2H, 
25 d, J = 8. 8Hz) , 7. 23 (1H, d, J = 7. 9Hz) , 7. 62 (2 
H, d, J = 8. 8Hz) , 7. 93 (1H, d, J = 7. 9Hz) 
FAB-MS (m/e) : 4 24 [M + H] + 



mmme o 
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it^mm 116 1 cpgjg (R i : H ; R » : 8 -M e ; R » : i-Pr;R4:H; 
R 5 :H;R 6 : H ; R 7 :4-CH £ Q;R 8 : n-P rNHCO ; X : O ; 
Y:Q;Z:2, 3-Pyridyl OffifcaBRJffjp) ;R:3-I-Ph) 
i HNMR (CDC1 3 ) (5:0. 80 (3H, d, J = 6. 6Hz) , 0. 
5 9 9 (3H, t, J = 7. 3Hz) , 1. 15 (3H, d, J = 6. 6Hz) , 
1. 30-1. 40 (1H, m) , 1. 56-1. 66 ( 2 H, m) , 2. 57 
(3H, s) , 3. 36 (2H, q, 3 = 7. 0Hz), 3. 8 0-3. 94 (2 
H, m) , 4. 53 (2H, s) , 4. 56 (1H, t, J = 7. 4Hz) , 6. 
79 (1H, d, J = 8. 5Hz) , 7. 00 (1H, s) , 7. .25 (1H, 
10 d, J = 8. 0Hz) , 7. 63 (1H, dd, J = 2. 1, 8. 5Hz), 7. 
93 (1H, J = 8. 0Hz) , 8. 07 (1H, d, 3 = 2. 1Hz) 
FAB-MS (m/e) : 5 5 0 [M + H] + 

mmm 6 1 



H; 


R 5 : H ; R 6 : 


H 


; R 7 :4-CH,0;R 8 : n-P r NHCO ; X : 


O ; 


Y : O ; Z : 2, 


3- 


-Pyridyl OffifcStefcfi*?) ;R:3-Me- 



Ph) 

1 HNMR (CD 3 OD) 6:0. 87 (3H, d, J = 6. 7Hz) , 0. 9 
20 9 (3H, t, J = 7. 0Hz) , 1. 19 (3H, d, J = 6. 7Hz) , 1. 
30-1. 40 ( 1 H, m) , 1. 59-1. 67 ( 2 H, m) , 2. 99 (1 
H, dd, J=4. 7, 7. 7Hz) , 3. 3 3-3. 3 6 (2H, m) , 3. 
55-3. 64 (1H, m), 3. 85 (1H, dd, J=4. 7, 7. 7Hz), 
4. 62 (2H, s) , 6. 96 (1H, d, J = 8. 5Hz) , 7. 59 (1 
25 H, dd, J = 3. 1, 6. 7Hz), 7. 67 (1H, dd, J = l. 8, 6. 
7Hz) , 8. 18-8. 21 (2H, m) , 8. 67 (1H, dd, J = l. 
8, 3. 7Hz) 
FAB-MS (m/e) :4 5 8 [M+H] + 
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mmm e 2 

fc&Wt 116 6 <DWk (R 1 : H ; R 2 ; h ; R 3 : i— Pr;R*:H;R 5 : 
H;R 6 :H;R 7 :4-CH , Q;R 8 : n-P r NHCO ; X : O ; Y : O ; 
2 : 2, 3-Pyr a z i ny 1 ; R : Ph) 
5 i HNMR (CDC 1 8 ) <5 : 0. 82 (3H, d, J = 6. 6Hz), 0. 
92 (3H, t, J = 7; 4Hz) , 1. 21 (3H, d, J=6. 6Hz) , 
1. 3 9-1. 5 0 (1H, m) , 1. 51-1. 63 (2H, m) , 3. 32 
(2H, q, J = 6. 6Hz), 3. 89-3. 96 (2H, m) , 4. 51 (2 
H, s) , 4. 55-4. 65 (1H, ra) , 6. 55 (1H, s), 6. 97 
10 (1H, d, J = 8. 9Hz) , 7. 62 ( 1 H, d, J = 8. 9Hz) , 8. 
60 (1H, d, 3 = 2. 5Hz) , 8. 78 ( 1 H, d, J=2. 5Hz) 
FAB-MS (m/e) :411 [M+H] + 

$mm§ 3 

15 ik&faM 116 7 g>gjg (R':H;R':H;R3: i-Pr;R*:H;R 5 : 

H;R 6 :H;R 7 :4-CH , Q;R B :n-PrNHCO;X:Q;Y:Q; 

2:2, 3-Py r az i ny 1 ; R : 3- I-Ph) 
i HNMR (CDC 1 3 ) 6:0. 82 (3H, d, J = 6. 5Hz), 0. 

98 (3H, t, 3 = 7. 4Hz) , 1. 21 (3H, d, J = 6. 5Hz) , 
20 1. 25-1. 65 (3H, m) , 3. 36 (2H, q, J = 7. 0Hz), 3. 

8 9-3. 9 6 (2H, m) , 4. 52 (2H, s) , 4. 53-4. 61 (1 

H, m) , 6. 80 (1H, d, J = 8. 6Hz) , 6. 96 (1H, s) , 7. 

62 (1H, dd, J = 2. 2, 8. 6Hz) , 8. 08 (1H, d, J = 2. 

2Hz) , 8. 60 (1H, d, J = 2. 6Hz) , 8. 79 (1H, d, J = 
25 2. 6Hz) 

FAB-MS (m/e) : 5 3 7 [M+H] + 

«#!6 4 

{b&Qim2 0 7 lDlgig 2- (4- (3— f 3- 
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2UjP [1, 3] fgVg [2, 3-a] -fV-T>H-;i/-9b (5H) — f 
JVO -2-^^l/7xy^» -N-ypbf;i/7irhT$ H : (ffflE— « [I 
1-2] fc&Vvr. R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H ; R 5 : P h ; 
R 6 :H;R 7 :4-CH £ Q;R 8 : n-P r NHCO ; X : O ; Y : S ; Z : 
5 Ph;R: 3 -Me -P hOik&m) 

s- (2- ( (t -^h^>*;i/3j?-;w -3-^^;p^;W x 

^>^X-h4 2. Omg (0. 16mmol) 0^^y-;i/M (1ml) 
\z, TjcftT, 1 NtKM^ h U >7 AtKW (0. 18ml) g}rt£js£; 
M£15#M#U«> MBETKMLfc. #e»nfc^R^2- (3-* 
io 3MI/-4- (2-^y-2- (yntf;i/T$y) xb^» ^>W;W sSfJ& 
fl?63. Omg (0. 18mmol) &h;i/X> (5ml) fc}§#?U iMT 
p- b;i/X>x;i/^>^l7jcfntl3 7. Omg (0. 19mmol) 1 
6 0^tTM^^3 0^M#b7to 7jcRrj^^x^;i/X7.x;!/Srm. W 

15 77^f- : iHxfJHXf;i/= 1 : 2) R^Mi8lii^#^DT 

hff774- : yyDAV-;i/=5 5 : 4 5) £J;D*iglU 

^tfO^TXxl/^T-A7. Omg («: 10%) ^Mfe^WtbT, 
^Xrl'tY-Bl. Omg (W: 1%) £^&^£$f£LT#£. 

20 i HNMR (CDC 1 3 ) <5 : 0. 8 8 (3H, d, J = 6. 6Hz), 0. 
93 (3H, t, J = 7. 4Hz) , 1. 14 (3H, d, J = 6. 6Hz) , 
1. 22-1. 41 (1H, m) , 1. 5 3-1. 6 8 (2H, m) , 2. 26 
(3H, s) , 3. 17 (1H, dd, J = 7. 9, 11. 8Hz), 3. 31 
(2H, q, J = 6. 7Hz) , 3. 67 ( 1 H, dd, J = 7. 6, 11. 8 
25 Hz) , 4. 05-4. 13 ( 1 H, m) , 4. 49 (2H, s) , 6. 53- 
6. 55 (1H, m) , 6. 74 (1H, d, J = 8. 6Hz) , 7. 06-7. 
0 9 (1H, m) , 7. 4 1-7. 4 7 (3H, m) , 7. 5 4 (1H, dd, 
J = 2. 7, 8. 6Hz) , 7. 77-7. 81 ( 1 H, m) 
FAB-MS (m/e) : 4 3 9 [M+H] + 
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i HNMR (CDC 1 3 ) <5:0. 7 6 (3H, d, J = 6. 6Hz), 0. 
82 (3H, d, J = 6. 6Hz) , 0. 88 (3H, t, J = 6. 8Hz) , 
1. 2 5-1. 3 3 (2H, m), 1. 49-1. 66 (1H, m), 2. 28 
5 (3H, s) , 2. 92 (1H, t, J = 10. 8Hz), 3. 20-3. 37 
(4H, m) , 4. 53 (2H, s) , 6. 51-6. 55 (1H, m) , 6. 
7 2-6. 7 8 (1H, m) , 7. 3 7-7. 7 6 (6H, m) 
FAB-MS <m/e) :4 3 9 [M + H] + 

io rnmm64tmm\z^x.mm<D{t^mv7,h(D-m^[i-2i^ii i- 

2] <DikGmM2 0 1 8, 2 0 2 5, 2 0 2 6, 2 0 2 7, 2 0 2 8, 2 0 5 1, 
2 0 6 8K.tf2 1 6 0 ^TiZCtl^ommM^mTo 

15 0 1 8g)»jj (R i : H ; R 2 : H ; R 3 ; j -p r ; R 4 : H ; R 5 : 

H;R 6 :H;R 7 :H;X:Q;Y:S;Z:Ph;R: 4-HO- 3 -Me - 
Ph) 

i HNMR (CDC1 3 ) 8:0. 89 (3H, d, J = 6. 6Hz) , 1. 
14 (3H, d, J = 6. 6Hz) , 1. 36-1. 42 (1H, m) , 2. 2 
20 3 (3H, s), 3. 17 (1H, dd, J = 7. 7, 11. 5Hz), 3. 6 
6 <1H, dd, J = 7. 6, 11. 5Hz), 4. 04-4. 13 (1H, m), 
4. 90 (1H, s) , 6. 73 (1H, d, J = 8. 2Hz) , 7. 08-7. 
10 (1H, m) , 7. 37-7. 45 (4H, m), 7. 77-7. 80 (1 
H, m) 

25 FAB-MS (m/e) :3 40 [M+H] + 
mMM6 6 

tt&QsW2 0 2 5<D9m (Ri :H;R2;H;R3 : i-Pr ;R4;H;R 5 : 
H;R 6 :H;R 7 :H;X:Q;Y:S; Z : Ph ; R : 4-MeQ-Ph) 
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i HNMR (CDC1 3 ) <5 : 0. 88 (3H, d, J = 6. 6Hz) , 1. 
14 (3H, d, J = 6. 6Hz) , 1. 3 0-1. 4 3 (1H, m) , 3. 1 
9 (1H, dd, J = 7. 9, 12. 0Hz), 3. 66 (1H, dd, J = 7. 
5 5, 12. OHz), 3. 80 (3H, s) , 4. 05-4. 13 (1H, m), 

6. 86 (2H, d, J = 8. 5Hz) , 7. 0 6-7. 0 9 (1H, m) , 7. 
40-7. 47 (1H, m) , 7. 59 (2H, d, J = 8. 5Hz), 7. 7 

7 - 7 . 8 0 ( 1 H, m) 

FAB-MS (m/e) : 340 [M+H] + 
10 ^Xf^V-B 

i HNMR (CDC1 3 ) 6:0. 96 (3H, d, J = 6. 3Hz) , 1. 
32 (3H, d, J = 6. OHz) , 1. 2 5-1. 45 (1H, m) , 3. 2 
8-3. 37 (3H, m) , 3. 80 (3H, s) , 6. 88 (2H, d, J = 
8. 3Hz), 7. 16 (1H, d, J = 7. 7Hz), 7. 3 6-7. 4 5 (2 
15 H, m) , 7. 51 (2H, d, J = 8. 3Hz) , .7. 73 (1H, d, J = 

7. 7Hz) 

FAB-MS (m/e) : 340 [M+H] + 

20 Jfr&ftH2 0 2 6 (DMt£ (Ri:H;R2:H;R3:i-Pr;R4:H;R 5 : 
H;R 6 :H;R 7 :H;X:Q;Y:S;Z:Ph;R: 4-OH-Ph) 

i HNMR (CDC1 3 ) <5 : 0. 88 (3H, d, J = 6. 6Hz) , 1. 
13 (3H, d, J = 6. 6Hz) , 1. 3 0-1. 43 (1H, m) , 3. 1 
9 (1H, dd, J = 7. 8, 11. 7Hz), 3. 67 (1H, dd, J = 7. 

25 6, 1 1. 7Hz), 4. 05-4. 13 (1H, m) , 5. 00 (1H, s), 
6. 80 (2H, d, J = 8. 7Hz) , 7. 06-7. 10 (1H, m) , 7. 
43-7. 4 5 (2H, m) , 7. 55 (2H, d, J = 8. 7Hz) , 7. 7 

8 - 7 . 8 1 (1H, m) 

FAB-MS (m/e) : 3 2 6 [M+H] + 
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mmm6 s 

4k&WM2 0 2 7<Pgjj (Ri :H; R2 :H; R3 ; i -p r ; ;H; R 5 : 
H;R 6 :H;R 7 :H;X:Q;Y:S;Z:Ph;R: 4 —HO— 3—1 - 
5 Ph) 

i HNMR (CDC1 3 ) <5:0. 90 (3H, d, J = 6. 6Hz), 1. 
14 (3H, d, J = 6. 6Hz), 1. 30-1. 43 (1H, m), 3. 1 
9 (1H, dd, J = 7. 9, 11. 9Hz) , 3. 68 (1H, dd, J = 7. 
6, 11. 9Hz), 4. 05-4. 14 (1H, m) , 5. 48 (1H, s) , 
10 6. 94 (1H, d, J = 8. 5Hz), 7. 08-7. 10 (1H, m), 7. 
4 5-7. 5 3 (3H, m) , 7. 7 9-7. 8 2 (1H, m) , 8. 02 (1 
H, d, J=2. 2Hz) 

FAB-MS (m/e) : 4 5 2 [M+H] + 

15 6 9 

fe^ftW2 0 2 8Dggjg (R i :H; R 2 ;H; R 3 : i-Pr ;R 4 :H;R 5 : 
H;R 6 :H;R 7 :H;X:Q;Y:S;Z:Ph;R:3, 5-I « -4-H 
O-Ph) 

i HNMR (CDC1 3 ) <5:0. 92 (3H, d, J = 6. 5Hz), 1. 
20 15 (3H, d, J = 6. 6Hz), 1. 30-1. 43 (1H, m), 3. 1 
8 (1H, dd, J = 7. 7, 11. 8Hz) , 3. 68 ( 1 H, dd, J = 7. 

6, 11. 8Hz), 4. 06-4. 12 ( 1 H, m) , 5. 81 (1H, s), 

7. 09-7. 12 (1H, m), 7. 47-7. 50 (2H, m), 7. 80- 
7.8 3 (1H, m) , 7. 9 9 (2H, s) 

25 FAB-MS (m/e) : 5 7 8 [M+H] + 

mm 7 0 

jt^MM 2 0 5 1 CDgjS (R i : H ; R 2 : H ; R 3 : j - p r ; R * : H ; R 6 : 
H;R 6 :H;R 7 :4-CH 2 Q;R 8 : n-PrNHCO; X:Q ; Y: S ; 
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Z:Ph;R:Ph) 

i HNMR (CDC1 3 ) 6:0. 88 (3H, d, J = 6. 7Hz) , 0. 
91 (3H, t, J = 7. 4Hz) , 1. 13 (3H, d, J = 6. 6Hz) , 
1. 2 8-1. 3 3 (1H, m) , 1. 5 0-1. 64 (2H, m) , 3. 17 
5 (1H, dd, J = 8. 0, 11. 9Hz), 3. 31 (2H, q, J = 6. 7 
Hz), 3. 67 (1H, dd, J = 7. 5, 11. 9Hz), 4. 06-4. 

14 (1H, m) , 4. 49 (2H, s) , 6. 53 (1H, s) , 6. 8 9 (2 

H, d, J = 8. 5Hz) , 7. 04-7. 0 7 (1H, m) , 7. 41-7. 
45 (2H, m) , 7. 64 (2H, d, J = 8. 5Hz) , 7. 79-7. 8 

10 1 (1H, m) 

FAB-MS (m/e) : 42 5 [M+H] + 

$mm 7 1 

tt&*lVI2 0 6 8 (D9m (R 1 :H;R2:H;R3:i-Pr;R4:H;R 5 : 
15 H;R 6 :H;R 7 :4-CH 2 Q;R 8 : n - P r NHCO ; X : O ; Y : S ; 
Z : Ph ; R : 3-1 -Ph) 

i HNMR (CDC 1 3 ) 6:0. 90 (3H, d, J = 6. 6Hz) , 0. 
98 (3H, t, J = 7. 3Hz), 1. 14 (3H, d, J = 6. 6Hz), 

I. 30-1. 43 (1H, m), 1. 53-1. 69 (2H, m), 3. 16 
20 (1H, dd, 3 = 7. 6, 11. 9Hz) , 3. 36 (2H, q, J = 6. 6 

Hz), 3. 68 (1H, dd, J = 7. 6, 11. 9Hz), 4. 06-4. 

15 (1H, m) , 4. 51 (2H, s) , 6. 73 (1H, d, J = 8. 2H 
z) , 6. 93 (1H, s) , 7. 0 6-7. 0 8 (1H, m) , 7. 43-7. 
49 (2H, m), 7. 67 (1H, dd, J = l. 7, 8. 2Hz), 7. 7 

25 9-7. 82 (1H, m), 8. 10 (1H, d, J = l. 8Hz) 
FAB-MS (m/e) : 551 [M+H] + 

mum 7 2 

fc-8-W!l2 1 6 (XDMm (R» : H ; R2 : H : R 3 , R 4 , R 5 RtKR 6 : Ph 
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(R 3, R 4, RS j^MoTPhMMj^) ; R? ; 4-C 

H ^O ; R 8 : n-P rNHCO ; X : Q ; Y : S ; Z : Ph ; R : 3-Me- 
Ph) 

i HNMR (CDC 1 3 ) 6:0. 90 <3H, t, J = 7. 4Hz), 1. 
5 4 8-1. 6 0 (2H, m) , 2. 24 (3H, s) , 3. 29 (2H, q, J 
= 6. 3Hz) , 4. 44 (2H,. s) , 6. 4 7-6. 48 (1H, m) , 6. 
72 (1H, d, J = 8. 6Hz), 7. 05-7. 22 (3H, m) , 7. 3 
8-7. 40 (1H, m), 7. 45 (1H, d, J = l. 9Hz), 7. 4 9- 
7. 59 (3H, m), 7. 72-7. 7 5 (1H, m) , 7. 91-7. 93 
10 (1H, m) 

FAB-MS (m/e) :44 5 [M+H] + 

m&M7 3 

ffr&»«2 1 7 8<Pgjj 2- (4- (3--fVypfcfJl/-l-^yF-5- 
15 [1, 3] f7'/p [2, 3-a] £2d>JLzltz 

9 b (5H) -- f;P) -2-^^V7x;t-» -N-7°D tf;W7-fe h7 $ F : 
(fflfB-^ [I 1-2] fcfefrvr, R 1 : H ; R » : H ; R 3 : i -P r ; R 4 : 
H ; R 5 :Ph;R 6 :H;R 7 :4-CH , Q;R 8 :n-PrNHCO;X: 
O ; Y : S=Q ; Z : Ph ; R : 

20 as*£H»T» 2- (4- (3— ry^atr;i/-5-^y-2, 3-^tF 

P [1, 3] 3^7V*o [2, 3-a] -YV-f >F-;i/-9b (5H) OW - 
2-^Wi;^» -N-^Dlf;P7-feh75 H (^»J6 4CD> J 7X7 i l^ 
3"T-A) 5. OOmg (0. Ollmmol) 0»?^>M (1ml) 
fc, *#T, m-^DDj§^S#^l 0. Omg (0. 0 5 7mmol) SiD*., 

x^xzTjvziaz.. mmm&mmu m&nzmmvrco nzntcim*^ 

UW*7Ai'D , ?h^77^- (^W> : iil5 1 ;VXXT;i/= 1 : 2) 
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45) iz&ymmh, mmit&mi. 8mg or*: 35%) &%m&mwtBt 

1 HNMR (CDC 1 3) d : 0. 9 1 (3H, d, J = 6. 6Hz) , 0. 
94 (3H, t, J = 7. 4Hz) , 1. 2 0-1. 3 5 (1H, m) , 1 . 3 
5 7 (3H, d, J = 6. 6Hz) , 1. 51-1. 66 (2H, m) , 2. 32 
(3H, s) , 2. 63 (1H, dd, J = 6. 9, 14. 0Hz) ', 3. 34 
(2H, q, J = 6. 6Hz) , 3. 62 (1H, dd, J = 6. 9, 14. 0 
Hz), 4. 39-4. 48 (1H, m), 4. 51 (2H, s), 6. 49- 

6. 53 (1H, m), 6. 86 (1H, d, J = 8. 9Hz) , 7. 33-7. 
10 41 (2H, m) , 7. 38 (1H, s) , 7. 4 9-7. 5 4 (2H, m) , 

7. 84-7. 87(1 H, m) 
FAB-MS (m/e) :45 5 [M+H] - 

$mM7 4 



5- 


3**7-2, [1, 3] f-TVu 


[2, 


3-a] -f y-f >F~ 


)V- 


9 b (5H) — f;W -2-^^V7iy^» 


— N 




P : 


(IWBHRS [I 1-2] IC&V^T, R 1 : H ; 


R- : 


H;R J : i-Pr; 


R 4 


:H;R 5 :Ph;R 6 :H;R 7 : 4-CH,Q 


;R 8 


: n-P r NHCO ; 



20 X : O ; Y : S = Cs ; Z : Ph ; R : 3-Me-PhOfb^ 

^m^ffl^T, 2- (4- (3—f y-7 p Plf;i/-5-^y-2, 
P [1, 3] 5-7!/n [2, 3-a] -f y-f > F-;P- 9 b (5H) — ( )V) - 

3-7-A) 5. OOmg (0. Ollmmol) Ol^^^I (1ml) 
25 ftfrT* m-^DOjg^mS^l 0. Omg (0. 0 5 7mmo 1) &in*.» 

x^xx^sjns., W*IS£$£jiU a&BETfciftHSLfc. nztutmt&i' 

Vft'ffr'tly&Zu^Y (^t>:SSl5 : ;H^f^=l : 2) 
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4 5) \z£t)mMV, mmik&%}3. 2mg (JR*: 6 0%) ^Mfiltt^ 

i HNMR (CDC 1 3 ) 6:0. 9 0 (3H, d, J = 6. 6Hz) , 0. 
5 9 3 (3H, t, J = 7. 4Hz) , 1. 33 (3H, d, J = 6. 6Hz) , 
1. 54-1. 6 4 (2 H, m) , 1. 70-1. 86 (1H, m) , 2. 33 
(3H, s) , 3. 05 (1H, dd, J = 9. 5, 13. 6Hz) , 3. 34 
(2H, q, J = 6. 6Hz) , 3. 66 (1H, dd, J = 7. 4, 13. 6 
Hz), 4. 18-4. 27 (1H, m), 4. 52 (2H, s) , 6. 4 9- 
10 6. 5 2 (1H, m) , 6. 86 (1H, d, J = 9. 3Hz) , 7. 46-7. 
8 7 (6H, m) 
FAB-MS (m/e) :47 1 [M + H] + 

mmm7 4tmm\zhx, saiB^^uxhcD-K [ i - 2 ] nets [ 1 1 - 

15 2] (D4t^m2 0 4 7 , 204 8, 204 9, 205 0, 218 0, 2182 

mmm7 5 

4k&mffl2 0 4 7<Dm& (R 1 : H ; R s : H ; R a : i— Pr;R 4 :H;R s ; 
20 H ; R 6 : H ; R 7 : H ; X : O ; Y ; S = Cs; Z : Ph ; R : 4-MeQ-P 
h) 

1 HNMR (CDC 1 3) 6:0. 90 (3H, d, J = 6. 6Hz), 1. 
32 (3H, d, J = 6. 6Hz) , 1. 8 0-1. 8 6 (1H, m) , 3. 0 
7 (1H, dd, J = 9. 5, 13. 7Hz) , 3. 66 (1H, dd, J = 7. 
25 6, 13. 7Hz), 3. 83 (3H, s), 4. 17-4. 26 ( 1 H, m) , 
6. 98 (2H, d, J = 8. 8Hz) , 7. 46-7. 48 (1H, m) , 7. 
51-7. 59 (2H, m), 7. 83-7. 87 (1H, m), 7. 90 (2 
H, d, J = 8. 8Hz) 

FAB-MS (m/e) : 3 7 2 [M+H] + 
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mmm7 6 

jfrnWjy 0 4 8Qjtjg (Ri :H ; R2 :H; R3 : i -P r ; R4 ;H; R s : 
H; R 6 : H ; R 7 :H ; X : O ; Y : S=Q ± ; Z : Ph ; R : 4-HQ-Ph) 
5 i HNMR (CDC 1 ,) tf :0. 9 1 (3H, d, J = 6. 6Hz) , 1. 

32 (3H, d, J = 6. 6Hz) , 1. 8 0-1. 8 8 (1H, m) , 3. 0 
9 (1H, dd, J = 9. 6, 13. 7Hz), 3. 66 (1H, dd, J = 7. 
9, 13. 7Hz) , 4. 20-4. 2 7 (1H, m) , 5. 49 (1H, s) , 

6. 92 (2H, d, J = 8. 9Hz) , 7. 45-7. 48 (1H, m) , 7. 
10 51-7. 60 (2H, m), 7. 83-7. 88 (1H, m) , 7. 85 (2 

H, d, J = 8. 9Hz) 
FAB-MS (m/e) : 3 5 8 [M+H] + 

mMM7 7 

15 fc£^ff»J2 0 4 9<Dm^ (R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H ; R 5 : 
H ; R 6 : H ; R 7 : H ; X : O ; Y : S =Q ± ; Z : Ph ; R : 4 -HO- 3 - 
I -Ph) 

i HNMR (CDC 1 3 ) (5:0. 93 (3H, d, J = 6. 6Hz), 1. 

33 (3H, d, J = 6. 6Hz) , 1. 7 7-1. 8 5 (1H, m) , 3. 0 
20 8 (1H, dd, J = 9. 6, 14. 0Hz), 3. 69 (1H, dd, J = 7. 

9, 14. 0Hz), 4. 17-4. 27 (1H, m), 5. 65 (1H, s), 

7. 07 (1H, d, J = 9. 1Hz), 7. 44-7. 46 (1H, m), 7. 
53-7. 62 (2H, m), 7. 84-7. 86 (1H, m), 7. 88 (1 
H, dd, J = 2. 3, 9. 1Hz) , 8. 23 (1H, d, J = 2. 3Hz) 

25 FAB-MS (m/e) : 484 [M+H] + 

mmm7 8 

it^m2 0 5 Oomm (R 1 :H ; R2 :H ; R« : i -P r ; R* : H; R 5 : 
H ; R 6 : H : R 7 : H ; X : O ; Y : S=Q, ; Z : Ph ; R : 3-C 1 -4- 
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HO-Ph) 

i HNMR (CDC 1 3 ) <5:0. 92 (3H, d, J =6. 6Hz), 1. 
32 (3H, d, J = 6. 6Hz) , 1. 7 7-1. 8 5 (1H, m) , 3. 0 
8 (1H, dd, J = 9. 6, 14. 0Hz) , 3. 69 (1H, dd, J = 7. 
5 9, 14. 0Hz), 4. 17-4. 27 (1H, m) , 5. 79 (1H, s) , 
7. 11 (1H, d, J = 8. 8Hz), 7. 44-7. 46 (1H, m) , 7. 
54-7. 62 (2H, m) , 7. 80 (1H, dd, J = 2. 3, 8. 8Hz), 
7.9 9 (1H, d, J = 2. 3Hz) 

FAB-MS (m/e) : 3 9 2 [M+H] + 

10 

mmm 7 9 

Jfr&»H2 1 8 0<Pg3i (R 1 : H ; R2 :H ; R3 ; j -p r ; R4 ; H ; R 5 : 

H ; R 6 :H;R 7 : 4-CH , Q;R 8 : n - P r NHC O ; X : O ; Y : S 

= Q_ s _; Z : Ph ; R : Ph) 
15 1 HNMR (CDC 1 8 ) 5:0. 89-1. 23 (6H, m), 1. 32 (3 

H, d, J = 6. 6Hz), 1. 53-1. 61 (2H, m) , 1. 75-1. 

83 (1H, m) , 3. 05 (1H, dd, J = 7. 9, 13. 7Hz) , 3. 

32 (2H, q, J = 7. 6Hz), 3. 68 (1H, dd, J = 7. 9, 13. 

7Hz) , 4. 2 0-4. 24 (1H, m) , 4. 5 1 (2H, s) , 6. 52 
20 (1H, s) , 7. 02 (2H, d, J = 9. 0Hz) , 7. 4 5-7. 9 2 (4 

H, m) , 7. 95 (2H, d, J = 9. 0Hz) 
FAB-MS (m/e) : 4 5 7 [M+H] + 

mmm so 

25 jfr^fjg 1 8 2<DMy£ (R 1 : H ; R2 ;H ; R3 ; j -p r ; R4 : H ; R 5 : 
H;R 6 :H;R 7 :4-CH 2 Q;R 8 : n-P rNHCQ ; X : Q ; Y : S 
=Q, ; Z : Ph ; R : 3- I -Ph) 

i HNMR (CDC1 3 ) <5 : 0. 93 (3H, d, J = 6. 6Hz) , 0. 
99 (3H, t, J = 7. 1Hz) , 1. 34 (3H, d, J = 7. 2Hz) , 
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1. 56-1. 68 (2H, m), 1. 77-1. 85 (1H, m) , 3. 0 4 
(1H, dd, J = 9. 5, 13. 6Hz) , 3. 37 (2H, q, J = 7. 0 
Hz) , 3. 70 (1H, dd, J = 8. 0, 13. 6Hz) , 4. 19-4. 
25 (1H, m) , 4. 55 (2H, s) , 6. 87 (1H, d, J = 8. 5H 
5 z), 6. 90-6. 92 (1H, m) , 7. 41-7. 46 (1H, m), 7. 
55-7; 60 (2H, m) , 7. 8 5-7. 8 8 (1H, m) , 8. 06 (1 

H, dd, J = 2. 0, 8. 5Hz) , 8. 34 (1H, d, 3=2. OHz) 
FAB-MS (m/e) : 5 8 3 [M+H] + 

io mrnw 8 1 

2 18 3 (DWu (R i : H ; R z : H ; R s : i -P r ; R ^ : h ; R s : 
H ; R 6 :H;R 7 :4-CH 2 Q;R 8 : n-P r NHCO ; X : O ; Y : S 
= Q £ ; Z:Ph;R:3-Cl-Ph) 
i HNMR (CDC1 8 ) <5 : 0. 92 (3H, d, J = 6. 6Hz) , 0. 
15 9 6 (3H, t, J = 7. 1Hz) , 1. 33 (3H, d, J = 6. 6Hz) , 

I. 56-1. 68 (2H, m), 1. 77-1. 85 ( 1 H, m) , 3. 05 
(1H, dd, J = 9. 8, 13. 9Hz) , 3. 34 (2H, q, J = 6. 5 

Hz), 3. 70 (1H, dd, J = 7. 6, 13. 9Hz), 4. 19-4. 
28 (1H, m), 4. 56 (1H, s), 6. 78 (1H, s), 7. 00 (1 
20 H, d, J = 8. 4Hz) , 7. 43-7. 46 (1H, m) , 7. 55-7. 
63 (2H, m) , 7. 8 5-7. 8 9 (1H, m) , 7. 91 (1H, d, J 
= 8. 4Hz) , 8. 04 (1H, S) 
FAB-MS (m/e) : 491 [M+H] + 

25 Hfl6#18 2 

fc-&»M3 0 6 7<Pgjg 2- (4- (3— rV^Ptf;U-5-^y-2, 3- 
yfcHP-lH— f^/[2, l-aMV-f >H-;l/-9b (5H) - 
2-*^)V7^/*r*y) -N-^n \L)V7*L H : (fflSB-jfeS [ I I -33 
\Z&^T. R 1 : H ; R ! : H ; R 3 : i -P r ; R 4 : H ; R 5 : H ; R 6 : H ; 
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R 7 :4-CH , Q;R 8 :n-PrNHCO;R 9 : H ; X : O ; Y : N ; Z : 
Ph ; R : 3 -Me -P h(7Xfr&#)) 

2- (3-;WU-4- (2-^V~2- C/ntfJKFS/) ^ 
>7-fJ0 0 Omg (1. lOmmol), t 2-7=*y- 

5 3 - /WV^WjW^ - h 2 0 Omg ( 1 . 0 0 mm o 1 ) Rtf h U x^;P 
75>0. 4 1ml (3. OOmmol) ©H^f^I (15ml) fc, 
gfiT, l-tHP^v-^>VbUT\/~;W]c^2 2 7mg (1. 2 0mmo 
l) ti- (3-^*^7^y7nt!;» -a-x*)V%)WM*\imitm. 
160mg (1. 20mmol) £Jp&, SfiTfK^** 1 2^IBU»#^Ufc. 

WlC^Vy (5ml) SirehU^l^nB® (5ml) £Jn3., 

« h;wx>T«i»* 3 nn&gu WETKWIbfc. #6tifc8»* h;ux> ( 5 

15 ml) p— h;i/X>x;^>^l7KfP% (2 0mg) 140 

gT?6P#|ia&#Lfc. «M«^7jc^ h >J ^ AHfP7jc (10ml) 

Klf;VXXf;V= 1 : 2) fc«kO«|«U Mfc£<fe2 3 2mg (W5 5%) 
20 0^fiift*M&&»fc. 

i HNMR (CDC 1 3 ) 5:0. 78 (3H, d, J = 6. 4Hz), 0. 

92 (3H, t, J = 7. 4Hz) , 1. 16 (3H, d, J = 6. 4Hz) , 

1. 22-1. 31 (1H, m) , 1. 5 1-1. 63 (2H, m) , 2. 27 
(3H, s) , 2. 97 (1H, dd, J = 7. 6, 12. 5Hz), 3. 32 
25 (2H, q, J = 6. 7Hz), 3. 52-3. 61 (1H, m) , 3. 77 (1 

H, dd, J = 7. 6, 12. 5Hz) , 4. 48 (2H, s) , 6. 56-6. 

58 (1H, m) , 6. 74 (1H, d, J = 8. 4Hz) , 7. 17-7. 2 

2 (1H, m), 7. 42-7. 51 (4H, m), 7. 74-7. 78 (1H, 

m) 
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FAB-MS (m/e) : 4 2 2 [M+H] + 

2- (4- (3-<yp p atf;i/-5-^y-2 ) ih- 

V [2, 1-a] >fVQhHh9b (5H) -- f;i/) -2-^7x7^ 

5 2- (4- (3— f y^Dt!;W-5-^y-2, 3-yk HP- 1H-- f 5 
^/ [2, 1-a] <V-r>H-;P-9b— r;P) -2-^)Vy^/^y) - 
N-^Dtr;i/7irh7$ F »J8 20M) (1 

omi) iflTiiwiL s*»**«jETK:«»a» #e»n 

10 D*;PA-M t lJ-><kD*giMbU MMUOmg OK*: 6 2%) £S 

^J|^8 2t|^mfcbT, tflBCD^^UXhO [1-33 [I 1-3] 
©ffr&4&09 3 0 0 1 , 3 0 14, 3 0 2 5&V>L3 0 3 3, 3036, 3038, 
3039, 3046, 3047, 305 4, 3057, 3058, 3061 &V> 
15 1/30 64, 3 06 8, 3 0 7 1, 30 7 2, 3 0 7 5, 3 0 7 6, 3 0 8 7ft 
V>b3 0 9 1, 3133, 3156, 3158, 3161, 3167, 3175, 
3 1 7 9Rtf 3 1 8 2 OW&®*%1t* OTfc£ft£0^S£§&£pKT. 

H%09 8 3 

20 jt&MM 3 0 0 1 ©ggjg (Ri:H;R2;H;R3:i-Pr;R4:H;R s : 
H ; R 6 : H ; R 7 : H ; R 9 : H ; X : O ; Y : N ; Z : Ph ; R : Ph) 

i HNMR (CDC 1 8 ) 6 : 0. 7 7 <3H, d, J = 6. 3 Hz) , 1. 
16 (3H, d, J = 6. 3Hz) , 1. 2 0-1. 3 5 (1H, m) , 1. 5 
1-1. 90 (1H, m) , 2. 98 (1H, dd, J = 7. 6, 12. 4Hz) , 

25 3. 52-3. 62 (1H, m), 3. 77 (1H, dd, J = 7. 6, 12. 
4Hz), 7. 18-7. 21 (1H, m), 7. 29-7. 38 (3H, m) , 
7. 40-7. 45 (2H, m) , 7. 65-7. 71 (2H, m), 7. 77- 
7 . 8 0 ( 1 H, m) 
FAB-MS (m/e) :2 9 3 [M + H] + 
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nffiM8 4 

ft&tom 3 0 14 (OWt (Ri:H;R2:H;R3:i-Pr;R4:H;R 5 : 
H;R 6 :H;R 7 :H;R 9 : H ; X : O ; Y : N ; Z : Ph ; R : 3- I - 
5 4-MeQ-Ph) 

i HNMR (CDC1 3 ) 6:0. 79 (3H, d, J=6. 7Hz) , 1. 
16 (3H, d, J = 6. 3Hz) , 1. 2 0-1. 3 8 (1H, m) , 2. 9 
7 (1H, dd, J = 7. 6, 12. 5Hz), 3. 52-3. 61 (1H, m) , 
3. 77 (1H, dd, J = 7. 6, 12. 5Hz) , 3. 87 (3H, s) , 
10 6. 76 (1H, d, J = 8. 6Hz), 7. 18-7. 21 (1H, m), 7. 
42-7. 48 (2H, ra) , 7. 55 (1H, d, J = 8. 6Hz), 7. 7 
6-7. 79(1 H, m), 8. 15 (1H, s) 

FAB-MS (m/e) :449 [M+H] + 

15 HJSM8 5 

Jfr£tfflJ3 0 2 5<DMm (Rj :H; R2 :H; R3 : i -P r ; R* :H; R 5 ; 
H;R 6 :H;R 7 :H;R 9 : H ; X : O ; Y : N ; Z : Ph ; R : 4-Me 
O-Ph) 

i HNMR (CDC 1 3 ) 6:0. 78 (3H, d, J = 6. 2Hz), 1. 

20 16 (3H, d, J = 6. 2Hz) , 1. 2 0-1. 3 8 (1H, m) , 2. 9 
9 (1H, dd, J = 7. 6, 12. 2Hz), 3. 52-3. 6 0 (1H, m) . 
3. 7 3-3. 8 0 (1H, m) , 3. 79 (3H, s) , 6. 86 (2H, d, 
J = 8. 4Hz), 7. 19 (1H, m), 7. 41-7. 4 4 (2H, m) , 
7. 58 (2H, d, J = 8. 4Hz) , 7. 7 5-7. 7 7 ( 1 H, m) 

25 FAB-MS (m/e) :3 2 3 [M+H] + 

HJ&0J8 6 

fc&mm 3 0 2 6 (Pggjg (Ri:H;R2;H;R3:i-Pr;R*:H;R 5 : 
H ; R 6 :H;R 7 :H;R 9 : H ; X : O ; Y : N ; Z : Ph ; R : 4-HO- 
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Ph) 

i HNMR (CDC1 3 ) d : 0. 78 (3H, d, J = 6. 7Hz), 1. 

15 (3H, d, J = 6. 7Hz) , 1. 24-1. 31 (1H, m) , 3. 0 
0 (1H, dd, J = 7. 6, 12. 6Hz), 3. 73-3. 7 9 (1H, m), 

5 3. 7 6 (1H, dd, J = 7. 6, 12. 6Hz) , 6. 81 (2H, d, J 
= 8. 4Hz), 7. 17-7. 20 (1H, m) , 7. 40-7. 46 (2H, 
m) , 7. 53 (2H, d, J = 8. 4Hz) , 7. 7 5-7. 7 8 (1H, m) 
FAB-MS (m/e) : 3 0 9 [M + H] + 

10 MMMS7 

it^M 3 0 2 7 <DMB (Ri:H;R2:H;R3:i-Pr;R4;H;R 5 : 
H ; R 6 : H ; R 7 : H ; R 9 :H;X:Q; Y:N; Z : Ph ; R: 4-HO- 
3- I -Ph) 

i HNMR (CDC 1 3 ) 8:0. 80 (3H, d, J = 6. 6Hz), 1. 
15 15 (3H, d, J = 6. 6Hz), 1. 20-1. 38 (1H, m) , 2. 9 
8 (1H, dd, 1 = 7. 6, 12. 5Hz), 3. 49-3. 61 (1H, m), 
3. 77 (1H, dd, J = 7. 6, 12. 5Hz) , 5. 45 (1H, s) , 
6. 93 (1H, d, J = 8. 6Hz) , 7. 16-7. 25 (1H, m) , 7. 
44-7. 49 (3H, m) , 7. 7 5-7. 7 9 (1H, m) , 8. 04 (1 
20 H, d, J = l. 8Hz) 

FAB-MS (m/e) :43 5 [M+H] + 

HH0H8 8 

>ffr&t)ff) 3 0 2 8 <£>jgj§ (Ri:H;R2:H;R3:i-Pr;R*:H;R 5 : 
25 H ; R 6 :H;R 7 :H:R 9 : H ; X : O ; Y : N ; Z : Ph ; R : 3, 5- 
U-4-HO-Ph) 
i HNMR (CDC 1 3 ) 6:0. 82 (3H, d, J = 6. 6Hz), 1. 

16 (3H, d, J = 6. 6Hz) , 1. 2 0-1. 3 8 (1H, m) , 2 . 9 
6 (1H, dd, J = 7. 6, 12. 5Hz), 3. 49-3. 61 (1H, m), 
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3. 77 (1H, dd, J = 7. 6, 12. 5Hz) , 5. 78 (1H, s) , 
7. 19-7. 21 (1H, m), 7. 45-7. 51 ( 2 H, m) , 7. 7 8- 
7. 8 1 (1H, m) , 7. 9 9 (2H, s) 
FAB-MS (m/e) : 561 [M+H] + 

5 

a 8 9 

{b^M3 0 2 9<£>§gji (R i :H; R2 :H; R3 : i -Pr ; ;H; R 5 : 
H;R 6 :H;R 7 :H;R 9 : H ; X : O ; Y : N ; Z : Ph ; R : 3-C 1 - 
4-HO-Ph) 

10 i HNMR (CDC 1 3 ) 6:0. 80 (3H, d, J = 6. 1Hz), 1. 

15 (3H, d, J = 6. 7Hz) , 1. 2 0-1. 3 8 (1H, m) , 2. 9 
8 (1H, dd, J = 7. 5, 12. 5Hz), 3. 53-3. 61 (1H, m) , 
3. 77 (1H, dd, J = 7. 5, 12. 5Hz) , 6. 97 (1H, d, J 
= 8. 6Hz) , 7. 17-7. 20 (1H, m) , 7. 3 9-7. 4 8 (3H, 

15 m), 7. 71 (1H, d, J =2. 5Hz), 7. 76-7. 79 (1H, m) 
FAB-MS (m/e) : 343 [M+H] + 

mmm 9 0 

Mil 3 0 3 0 OSgjg (R 1 : H ; R 2 : H ; R 3 : i - P r ; R j : H ; R 5 : 
20 H;R 6 :H;R 7 :H;R 9 : H ; X : O ; Y : N ; Z : Ph ; R : 3, 5- 
C 1,-4-HO-Ph) 
i HNMR (CDC1 3 ) 6:0. 81 (3H, d, J = 6. 7Hz) , 1. 

16 (3H, d, J = 6. 7Hz) , 1. 2 0- 1. 3 8 (1H, m) , 2. 9 
7 (1H, dd, J = 7. 7, 12. 5Hz), 3. 53-3. 62 (1H, m), 

25 3. 78 (1H, dd, J = 7. 7, 12. 5Hz), 5. 88 (1H, s), 
7. 18-7. 20 (1H, m), 7. 45-7. 51 (2H, m), 7. 59 
(2H, s) , 7. 7 8-7. 8 1 ( 1 H, m) 
FAB-MS (m/e) : 3 7 7 [M+H] + 
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mmm 9 1 

jb^MJLO 3 1 (R^HjR^HiRa: i-Pr;R4;H;R 5 : 

H;R 6 :H;R 7 :H;R 9 : H ; X: O ; Y : N ; Z : Ph ; R : 3-C 1 - 
4-MeO-Ph) 

5 i HNMR (CDC 1 3 ) <5:0. 79 (3H, d, J = 6. 7Hz), 1. 
16 (3H, d, J = 6. 7Hz), 1. 20-1. 38 (1H, m) , 2. 9 
8 (1H, dd, J = 7. 5, 12. 6Hz) , 3. 52-3. 61 (1H, m) , 
3. 77 (1H, dd, J = 7. 1, 12. 6Hz) , 3. 89 (3H, s) , 
6. 87 (1H, d, J = 8. 5Hz), 7. 17-7. 20 (1H, m) , 7. 
10 42-7. 48 (3H, m) , 7. 74-7. 7 9 (2H, m) 
FAB-MS (m/e) : 3 5 7 [M + H] + 

mmm 9 2 

it^mms 0 3 2(DMm (R^:H;R2:H;R3:i-pr;R4:H;R 5 : 
15 H ; R 6 :H;R 7 :H;R 9 : H ; X : O ; Y : N ; Z : Ph ; R : 3-B r- 
4-HO-Ph) 

1 HNMR (CDC 1 3) <5:0. 80 (3H, d, J = 6. 2Hz) , 1. 
15 (3H, d, J = 6. 7Hz), 1. 20-1. 38 (1H, m), 2. 9 
8 (1H, dd, J = 7. 8, 12. 2Hz), 3. 53-3. 61 (lH.m), 
20 3. 7 7 (1H, dd, 1 = 7. 3, 12. 2Hz) , 6. 97 (1H, d, J 
= 8. 7Hz) , 7. 18-7. 20 (1H, m) , 7. 43-7. 4 8 (3H, 
m), 7. 77-7. 79 (1H, m), 7. 85 (1H, s) 

FAB-MS (m/e) : 3 8 7/3 8 9 [M + H] + 

25 IIA9 3 

ik&yam 3 0 3 3 (DMm (Ri:H;R2:H;R3: i-Pr ;R«:H;R 5 : 
H;R 6 :H;R 7 :H;R 9 : H ; X : O ; Y : N ; Z : Ph ; R : 3, 5 - 
B r s -4-HO-Ph) 
i HNMR (CDC 1 3 ) 0:0. 81 (3H, d, J = 6. 1Hz), 1. 
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16 (3H, d, J = 6. 7Hz) , 1. 2 0-1. 3 8 (1H, m) , 2. 9 
7 (1H, dd, J = 7. 6, 12. 4Hz), 3. 53-3. 62 (1H, m) , 
3. 78 (1H, dd, J = 7. 6, 12. 4Hz) , 5. 92 (1H, s) , 
7. 18-7. 22 (1H, m) , 7. 45-7. 51 (2H, m), 7. 7 6- 
5 7. 81 (1H, m) , 7. 77 (2H, s) 

FAB-MS (m/e) : 4 6 5/4 6 7/4 6 9 [M + H] + 

nmm 9 4 

ftte&fll 3 0 3 6 (DWk (R * : H ; R 2 : H ; R 3 : j - p r ; R * : H ; R 5 : 
10 H;R 6 : H ; R 7 : H ; R 9 :H;X:Q;Y:N;Z:2, 3-Pyrid 
yl (QWzmmrn ; R ; 4-MeO-3-Me-Ph) 

1 HNMR (CDC1 3 ) (5:0. 79 (3H, d, J = 6. 5Hz) , 1. 
19 (3H, d, J = 6. 5Hz) , 1. 2 6- 1. 3 2 (1H, m) , 2. 2 

0 (3H, s) , 3. 02 (1H, dd, J = 7. 4, 12. 2Hz) , 3. 6 
15 5-3. 7 9 (2H, m) , 3. 82 (3H, s) , 6. 78 (1H, d, J = 

7. 9Hz) , 7. 2 8-7. 5 6 (3H, m) , 7. 57 (1H, d, 1 = 7. 
6Hz) , 8. 76 (1H, d, J = 4. 9Hz) 
FAB-MS (m/e) :3 3 8 [M + H] + 

20 $®m 9 5 . ' 

fc&mm 3 0 3 8 tPggjg (R 1 : H ; R 2 : H ; R 3 : j - p r ; R ^ ; H ; R 5 : 
H;R 6 :H;R 7 :H;R 9 :H;X:Q;Y:N;Z:2, 3-Pyraz 

1 ny 1 ; R : 4-MeO-Ph) 

i HNMR (CDC 1 3 ) 6:0. 85 (3H, d, J = 6. 6Hz), 1. 
25 24 (3H, d, J = 6. 6Hz) , 1. 3 5-1. 48 (1H, m) , 3. 0 
5-3. 11 (1H, m), 3. 71-3. 88 (2H, m), 3. 82 (3H, 
s) , 6. 92 (2H, d, J = 8. 9Hz) , 7. 65 (2H, d, J = 8. 
9Hz) , 8. 57 (1H, d, J = 2. 6Hz) , 8. 75 (1H, d, J = 
2. 6Hz) 
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FAB-MS (m/e) :32 5 [M+H] + 
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mmm9 6 

fc&mm 0 3 9(DMM (Ri :H; R2 :H; R3 : i -p r ; R4 :H; R 5 : 
5 H;R 6 : H ; R 7 : H ; R 9 :H;X:Q;Y:N;Z:2, 3-Pyrid 
yl OffefcaHSJire) ; R : 4 —Me O - 3 — Me — P h) 

i HNMR (CDC1 3 ) (5:0. 80 (3H, d, J = 6. 6Hz), 1. 
18 (3H, d, J = 6. 6Hz) , 1. 2 8-1. 4 0 ( 1 H, m) , 2. 2 
0 (3H, s) , 3. 06 (1H, dd, 1 = 1. 6, 12. 1Hz) , 3. 6 
10 1-3. 64 ( 1 H, m) , 3. 75-3. 80 (1H, m), 3. 81 (3H, 
s) , 6. 79 (1H, d, J = 8. 2Hz) , 7. 3 3-7. 5 2 (3H, m) , 
8. 04-8. 07 (1H, m) , 8. 63-8. 66 (1H, m) 
FAB-MS (m/e) :3 3 8 [M+H] + 

15 $mm 9 7 

it^mm 3 0 4 6 (DMM (Rt :H;R2 :H;R3 : i-Pr ;R4 ;H;R 5 : 
H ; R 6 : H ; R 7 : H ; R 9 : CHO ; X : O ; Y : N ; Z : Ph ; R : 4-M 
eO-Ph) 

i HNMR (CDC 1 j) 5:0. 84 (3H, d, J = 6. 6Hz) , 1. 
20 0 2 (3H, d, J = 6. 6Hz) , 1. 2 0-1. 3 8 (1H, m) , 3. 3 
0 (1H, dd, J = 6. 1, 12. 2Hz) , 3. 81 (3H, s) , 3. 8 
5-3. 93 (1H, m) , 4. 57 (1H, dd, J = 8. 5, 12. 2Hz) , 
6. 88 (2H, d, J = 8. 9Hz), 7. 16-7. 23 (1H, m), 7. 
22 (2H, d, J = 8. 9Hz) , 7. 51-7. 53 (2H, m) , 8. 8 
25 8-8. 90 ( 1 H, m) , 8. 54 (1H, s) 
FAB-MS (m/e) : 351 [M+H] + 

MffiM9 8 

0 4 7 (Dmm. (Ri:H;R2:H;R3:i-Pr;R4:H;R 5 : 
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H;R 6 :H;R 7 :4-CH_ , Q;R 8 :n-PrNHCO;R 9 :H;X: 
Q;Y;N; Z :Ph;R:Ph) 

i HNMR (CDC 1 3 ) 6:0. 78 (3H, d, J = 6. 3Hz), 0. 9 
0 (3H, t, J = 7. 4Hz) , 1. 15 (3H, d, J = 6. 3Hz) , 1. 
5 24-1. 27 (1H, m) , 1. 52-1. 59 (2H, m) , 2. 97 (1 

H, dd, J=4. 9, 7. 6Hz) , 3. 3 1 (2H, q, J = 6. 6Hz) , 
3. 53-3. 61 (1H, m) , 3. 78 (1H, dd, J = 4. 9, 7. 6 
Hz) , 4. 48 (2H, s) , 6. 56 (1H, s) , 6. 89 (2H, d, 
J = 8. 9Hz) , 7. 16-7. 47 (3H, m) , 7. 77 (2H, d, J 

10 =8. 9Hz), 7. 76-7. 89 (1H, m) 
FAB-MS (m/e) : 408 CM+H] + 

mmm9 9 

4t&mM3 0 5 4(Dmm. (Ri:H;R2:H;R3:i-p r ;R4:H;R 5 : 
15 H;R 6 :H;R 7 :4-CH 2 Q;R 8 : n -P r NHCO ; R 9 :H;X: 
Q;Y:N;Z:Ph;R: 3-Cl-Ph) 

1 HNMR (CDC 1 3) 6 : 0. 7 9 (3H, d, J = 6. 2Hz) , 0. 
95 (3H, t, J = 7. 4Hz) , 1. 15 (3H, d, J = 6. 2Hz) , 

I. 2 0- 1. 3 8 (1H, m) , 1. 5 2-1. 6 5 (2H, m) , 2. 9 6 
20 (1H, dd, J = 7. 5, 12. 5Hz) , 3. 33 (2H, q, J = 6. 9 

Hz) , 3. 5 3-3. 6 2 (1H, m) , 3. 78 (1H, dd, J = 7. 5, 
12. 5Hz), 4. 51 (2H, s), 6. 80-6. 90 (1H, m), 6. 
86 (1H, d, J = 8. 5Hz) , 7. 16-7. 19 (1H, m) , 7 . 4 
3-7. 54 (3H, m) , 7. 7 7- 7. 8 0 (2H, m) 
25 FAB-MS (m/e) : 442 [M+H] + 

mm* 1 o o 

4t&%>M3 0 5 7<DMm (R 1 :H;R2 :H;R3 : i-Pr ;R4 :H;R S : 
H ; R 6 :H;R 7 :4-CH 2 Q;R 8 :n-PrNHCS;R 9 :H;X: 
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Q;Y:N;Z:Ph;R:3-Cl-Ph) 

i HNMR (CDC 1 3 ) 6:0. 80 (3H, d, J = 6. 2Hz), 1. 
00 (3H, t, J = 7. 4Hz) , 1. 15 (3H, d, J = 6. 2Hz) , 
1. 20-1. 38 (1H, m) , 1. 58-1. 72 ( 2 H, m) , 2. 96 
5 (1H, dd, J = 7. 5, 12. 5Hz) , 3. 5 4-3. 6 2 (1H, m) , 
3. 96-3. 81 (3H, m) , 4. 92 (2H, s) , 6. 90 (1H, d, 
J = 8. 5Hz) , 7. 16-7. 20 (1H, m) , 7. 4 3-7. 4 9 (2 

H, m) , 7. 53 (1H, dd, J = 2. 4, 8. 5Hz) , 7. 77 (1H, 
d, J = 2. 4Hz) , 7. 7 8-7. 8 0 (1H, m) , 8. 52-8. 63 

10 ( 1 H, m) 

FAB-MS (m/e) : 4 58 [M+H] + 

mmsmi oi 

ik&WlM 3 0 5 8 <DM& (R 1 : H ; R 2 : H ; R 3 : i— Pr;R 4 :H;R s : 
15 H ; R 6 :H;R 7 :4-CH 2 Q;R 8 :n-PrNHCS;R 9 :H;X: 
S;Y:N;2 : Ph ;R: 3-Cl-Ph) 

i HNMR (CDC1 3 ) d : 0. 79 (3H, d, J = 6. 6Hz) , 1. 
00 (3H, t, J = 7. 4Hz) , 1. 16 (3H, d, J = 6. 6Hz) , 

I. 20-1. 3 8 (1H, m) , 1. 5 8- 1. 7 2 (2H, m) , 3. 12 
20 (1H, dd, J = 6. 8, 12. 5Hz), 3. 72 (2H, q, J = 7. 3 

Hz), 3. 88 (1H, dd, J = 7. 5, 12. 5Hz), 3. 97-4. 
05 (1H, m) , 4. 92 (2H, s) , 6. 90 (1H, d, J = 9. 2H 
z), 7. 09-7. 11 (1H, m), 7. 41-7. 50 (2H, m), 7. 
68 (1H, d, J = l. 9Hz), 7. 96-7. 98 (1H, m), 8. 5 
25 0 - 8 . 6 1 ( 1 H, m) 

FAB-MS (m/e) :4 7 3 [M+H] + 

%mm 1 0 2 

ik&mmz_0 6 1 (DUm (R * : H ; R 2 ; H ; R 3 : i -P r ; R < : H ; R 5 : 
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H;R 6 :H;R 7 :4-CH 2 Q;R 8 : n-P r NHC S ; R 9 :H;X: 
Q;Y:N;Z:Ph;R:3, S-Cl , -Ph) 

i HNMR (CDC 1 3 ) 5:0. 82 (3H, d, J = 6. 2Hz), 1. 
04 (3H, t, J = 7. 4Hz) , 1. 16 (3H, d, J = 6. 2Hz) , 
5 1. 20-1. 38 ( 1 H, m) , 1. 7 1-1. 81 ( 1 H, m) , 2. 95 
(1H, dd, J = 7. 5, 12. 4Hz), 3. 54-3. 63 (1H, m) , 
3. 7 3-3. 8 3 (2H, m) , 4. 92 (2H, s) , 7. 18-7. 19 
(1H, m) , 7. 4 7-7. 5 3 (2H, m) , 7. 66 (2H, s) , 7. 
78-7. 82 ( 1 H, m) , 8. 71-8. 83 ( 1 H, m) 
10 FAB-MS (m/e) :49 2 [M+H] + 

mmm 1 o 3 

ft&mm 3 0 6 2 omm (R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H ; R 5 : 
H;R 6 :H;R 7 : 4-CH 2 Q;R 8 : n-P rNHCS ; R 9 :H;X: 
15 S;Y:N;Z:Ph;R:3, 5-01 , -Ph) 

i HNMR (CDC 1 3 ) 5:0. 82 (3H, d, J = 6. 6Hz) , 1. 
04 (3H, t, J = 7. 4Hz) , 1. 17 (3H, d, J = 6. 6Hz) , 
1. 20-1. 3 8 (1H, m) , 1. 71-1. 8 4 ( 2 H, m) , 3. 10 
(1H, dd, J=7. 3, 12. 5Hz) , 3. 76 (2H, q, J = 7. 1 
20 Hz) , 3. 88 (1H, dd, J = 7. 5, 12. 5Hz) , 3. 98-4. 
06 (1H, m) , 4. 92 (2H, s) , 7. 12-7. 14 (1H, m) , 
7. 4 5-7. 5 5 (2H, m) , 7. 58 (2H, s) , 7. 97-8. 00 
( 1 H, m) , 8 . 7 0-8. 8 1 ( 1 H, m) 
FAB-MS (m/e) : 5 0 8 [M+H] + 

25 

mum i o 4 

ikjSMil 0 6 30Mj§ (R i : H; R2 : H; R s : i -P r ; R4 ;H; R 5 : 
H;R 6 :H;R 7 : 4-CH 2 Q;R 8 :n-PrNHCO;R 9 :H;X: 
Q;Y:N;2:Ph;R: 3-Br-Ph) 
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i HNMR (CDC 1 3 ) 5:0. 80 (3H, d, J = 6. 7Hz) , 0. 
96 (3H, t, J = 7. 5Hz) , 1. 15 (3H, d, J = 6. 3Hz) , 
1. 2 0-1. 3 8 (1H, m) , 1. 5 8-1. 7 2 (2H, m) , 2. 96 
(1H, dd, J = 7. 5, 12. 5Hz) , 3. 34 (2H, q, J = 6. 6 
5 Hz), 3. 54-3. 62 (1H, m) , 4. 51 (2H, s) , 6. 83 (1 

H, d, J = 8. 6Hz) , 6. 89 (1H, s), 7. 16-7. 19 (1H, 
m) , 7. 4 3-7. 49 (2H, m) , 7. 57 (1H, dd, J = 2. 5, 
8. 6Hz) , 7. 7 7-7. 8 0 (1H, m) , 7. 94 (1H, d, J = 2. 
5Hz) 

10 FAB-MS (m/e) : 4 8 6/4 8 8 [M + H] + 

mmm 105 

jk&MM 3 0 6 4 (DMfe (R 1 :H;R2:H;R3:i-Pr;R4:H;R 5 : 
H;R 6 :H;R 7 :4-CH 2 Q;R 8 : n-P rNHCO ; R 9 :H;X: 
15 Q;Y:N;Z:Ph;R: 3-I-Ph) 

1 HNMR (CDC1 3) <5:0. 80 (3H, d, J = 6. 3Hz) , 0. 
98 (3H, t, J = 7. 4Hz) , 1. 16 (3H, d, J = 6. 3Hz) , 

I. 20-1. 38 (1H, m), 1. 56-1. 6 8 (2H, m) , 2. 96 
(1H, dd, 3 = 7. 6, 12. 5Hz), 3. 36 (2H, q, J = 6. 6 

20 Hz), 3. 53-3. 62 ( 1 H, m) , 3. 78 (1H, dd, J = 7. 6, 
12. 5Hz), 4. 50 (2H, s), 6. 73 (1H, d, J = 8. 6Hz), 

6. 95-6. 97 (1H, m), 7. 16-7. 19 (1H, m), 7. 43- 

7. 49 (2H, m) , 7. 62 (1H, dd, J = l. 9, 8. 6Hz) , 7. 
77-7. 80 (1H, m), 8. 15 (1H, d, J = l. 9Hz) 

25 FAB-MS (m/e) :5 34 [M+H] + 

mmm 1 o 6 

tt&fam 0 6 8<DMm (R i : H; R2 :H ; R3 ; j -p r ; R 4 ; H; R 5 : 
H;R 6 :H:R 7 : 4-CH 2 Q;R 8 : n-PrNHCO ; R 9 :H;X: 
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Q;Y:N;Z :Ph;R: 3-HOCH , -Ph) 

i HNMR (CDC1 3 ) <5:0. 78 (3H, d, J = 6. 3Hz) , 0. 
86 (3H, t, J = 7. 4Hz) , 1. 15 (3H, d, J = 6. 3Hz) , 
1. 2 0- 1. 3 8 (1H, m) , 1. 5 6-1. 6 8 (2H, m) , 2. 96 
5 (1H, dd, J = 7. 6, 12. 0Hz) , 3. 27 (2H, q, J = 6. 8 
Hz) , 3. 53-3. 61 (1H, m) , 3. 77 (1H, dd, J = 7. 6, 
12. 0Hz) , 4. 57 (2H, s) , 4. 74 (2H, d, J = 2. 3Hz), 
6. 83 (1H, d, J = 8. 2Hz) , 7. 08 (1H, s) , 7. 16-7. 
19 (1H, m) , 7. 41-7. 47 (2H, m) , 7. 61-7. 64 (2 
10 H, m) , 7 . 7 7-7. 8 0 ( 1 H, m) 

FAB-MS <m/e) : 4 3 8 [M+H] + 

mmm 1 o i 

fc£ftffil3 0 7 1 (Pgjg (R 1 : H ; R 2 : H ; R 8 : i-Pr ;R<:H;R 5 : 
15 H;R 6 :H;R 7 :4-CH 2 Q;R 8 :n-PrNHCO;R 9 :H;X: 

Q;Y:N;Z:Ph;R: 3-HOCH , CH (OH) -Ph) 
i HNMR (CDC1 3 ) 5:0. 78 (3H, d, J = 6. 3Hz) , 0. 

85-0. 90 (3H, m) , 1. 15-1. 17 (3H, m) , 1. 20-1. 

38 (1H, m) , 1. 4 7-1. 5 9 (2H, m) , 2. 93 (1H, dd, 
20 J = 7. 7, 12. 3Hz), 3. 24-3. 31 (2H, m), 3. 53-3. 

61 (1H, m) , 3. 7 2-3. 8 4 (3H, m) , 4. 54 (2H, s) , 

5. 04-5. 12 ( 1 H, m) , 6. 80-6. 8 3 ( 1 H, m) , 6. 93- 

6. 95 (1H, m), 7. 16-7. 26 (1H, m), 7. 41-7. 45 
(2H, m) , 7. 6 0-7. 6 7 ( 1 H, m) , 7. 7 2 (1H, s) , 7. 

25 7 4 - 7 . 7 9 ( 1 H, m) 

FAB-MS (m/e) :46 8 [M + H] + 

mmm 1 o 8 

jt&MLZOJ. 2(DmM (Ri :H;R2 :H;R3 : i-Pr ;R4;H;R 5 : 
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H;R 6 :H;R 7 :4-CH 2 0:R 8 : n-PrNHCO ; R 9 :H:X: 
Q;Y:N;Z:Ph;R: 3-CH,=CH-Ph) 

i HNMR (CDC 1 3 ) <5 : 0. 79 (3H, d, J = 6. 3Hz), 0. 
91 (3H, t, J = 7. 4Hz) , 1. 18 (3H, d, J = 6. 3Hz) , 
5 1. 20-1. 38 (1H, m), 1. 56-1. 68 (2H, m), 2. 96 
(1H, dd, J = 7. 5, 12. 5Hz), 3. 31 (2H, q, J=6. 8 
Hz) , 3. 54-3. 62 (1H, m) , 3. 78 (1H, dd, J = 7. 5, 
12. 5Hz) , 4. 52 (2H, s), 5. 35 (1H, d, J = ll. 3H 
z) , 5. 76 (1H, d, J = 17. 8Hz) , 6. 51 ( 1 H, s) , 6. 
10 81 (1H, d, J = 8. 6Hz), 6. 97 ( 1 H, dd, J = ll. 3, 1 
7. 8Hz) , 7. 19-7. 23 (1H, m) , 7. 41-7. 48 (2H, 
m) , 7. 58 (1H, dd, J = 2. 4, 8. 6Hz) , 7. 77-7. 79 
(1H, m) , 7. 80 (1H, d, J = 2. 4Hz) 
FAB-MS (m/e) : 434 [M+H] + 



mmm 109 

it^M3 0 7 5<DMm. (R 1 :H; R2 :H; R3 : j -p r ; R4 ;H; R 5 : 
H;R 6 :H;R 7 :4-CH 2 Q;R 8 : n-P rNHCO ; R 9 :H:X: 
Q;Y:N;Z:Ph;R: 3-HOCH , CH=CH-Ph) 
20 1 HNMR (CDC1 3 ) 6:0. 7 9 (3H, d, J = 6. 1Hz) , 0. 
90 (3H, t, J = 7. 4Hz) , 1. 17 (3H, d, J = 6. 1Hz) , 
1. 2 0-1. 3 8 (1H, m) , 1. 5 6-1. 6 8 (2H, m) , 2. 96 
(1H, dd, J = 7. 8, 12. 6Hz) , 3. 30 (2H, q, J = 6. 7 
Hz) , 3. 54-6. 12 (1H, m) , 3. 78 (1H, dd, J = 7. 8, 
25 12. 6Hz) , 4. 35 (2H, dd, J = l. 7, 5. 7Hz) , 4. 52 
(2H, s) , 6. 38 (1H, dt, J = 5. 7, 15. 6Hz) , 6. 49 
(1H, s) , 6. 80 (1H, d, J = 8. 6Hz) , 6. 89 (1H, d, 
J = 15. 6Hz), 7. 17-7. 19 (1H, m), 7. 41-7. 48 (2 
H, m) , 7. 55 (1H, dd, J = 2. 3, 8. 6Hz) , 7. 78-7. 



15 
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8 0 (2H, m) 
FAB-MS (m/e) : 464 [M+H] + 



mmmi 1 o 

5 tt&mW3 0 7 6 (PgjB (R 1 : H ; R 2 : H ; 'R 8 : i— Pr;R 4 :H;R 5 : 
H;R 6 :H;R 7 : 4-CH 2 Q;R 8 :n-PrNHCO;R 9 :H;X: 
Q;Y:N;Z:Ph;R: 3-HOCH^C (Me) =CH-Ph) 
&iiMtt#A 

i HNMR (CDC 1 3 ) 5:0. 7 9 (3H, d, J = 6. 5Hz), 0. 

10 91 (3H, t, J = 7. 4Hz) , 1. 15 (3H, d, J = 6. 5Hz) , 
1. 2 0-1. 38 (1H, m) , 1. 56-1. 68 (2H. m) , 1. 78 
(3H, d, J = l. 3Hz), 3. 00 (1H, dd, J = 7. 7, 12. 4 
Hz) , 3. 30 (2H, q, J = 6. 8Hz), 3. 53-3. 61 (1H, 
m) , 3. 79 (1H, dd, J = 7. 4, 12. 4Hz), 4. 21 (2H, 

15 s) , 4. 48 (2H, s) , 6. 56 (1H, s) , 6. 5 6-6. 6 0 (1 

H, m), 6. 81 (1H, d, J = 8. 5Hz), 7. 15-7. 18 (1H, 
m), 7. 41-7. 47 (2H, m), 7. 50 (1H, d, J = 2. 3Hz), 
7. 58 (1H, dd, 1 = 2. 3, 8. 5Hz), 7. 77-7. 80 (1H, 
m) 

20 FAB-MS (m/e) : 47 8 [M+H] + 

i HNMR (CDC 1 8 ) <5:0. 79 (3H, d, J = 6. 5Hz), 0. 
91 (3H, t, J = 7. 4Hz) , 1. 15 (3H, d, J = 6. 5Hz) , 

I. 20-1. 38 (1H, m) , 1. 56-1. 68 (2H, m), 2. 02 
25 (3H, s) , 2. 98 ( 1 H, dd, J = 7. 7, 12. 4Hz) , 3. 30 

(2H, q, J = 6. 8Hz) , 3. 53-3. 61 (1H, m) , 3. 78 (1 
H, dd, J = 7. 4, 12. 4Hz) , 4. 13 (2H, s), 4. 47 (2 
H, s), 6. 36 (1H, s), 6. 73-6. 91 ( 1 H, m) , 6. 78 

(1H, d, J = 8. 5Hz) , 7. 17-7. 18 (1H, m) , 7. 41- 
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7. 47 (3H, m) , 7. 55 (1H, dd, J = 2. 3, 8. 5Hz) , 7 
76-7. 79 (1H, m) 
FAB-MS (m/e) :4 7 8 [M+H] + 



5 mmm m 

{fr&ftflj 3 0 8 7 g>§gjg (R^:H:R»:H;R»: i-Pr;R«:H;R 6 : 
H;R 6 :H;R 7 :4-CH 2 0;R 8 :n-PrNHCO;R 9 :H:X: 
Q;Y:N;Z:Ph;R: 3 -HOC (Me) ,CH=CH-Ph) 
i HNMR (CDC1 3 ) <5:0. 79 (3H, d, J = 6. 5Hz) , 0. 
10 9 0 (3H, t, J = 7. 5Hz) , 1. 18 (3H, d, J = 6. 5Hz), 
1. 20-1. 3 8 (1H, m) , 1. 43 (6H, s) , 1. 56-1. 68 
(2H, m) , 2. 96 (1H, dd, J = 7. 6, 12. 5Hz) , 3. 31 
(2H, a, J = 6. 7Hz) , 3. 54-3. 6 3 (1H, m) , 3. 78 (1 
H, m) , 4. 52 (2H, s) , 6. 35 (1H, d, J = 16. 2Hz) , 
15 6. 51 (1H, s) , 6. 79 (1H, d, J = 8. 6Hz) , 6. 88 (1 

H, d, J = 16. 2Hz), 7. 19-7. 24 (1H, m) , 7. 42-7. 
48 (2H, m) , 7. 55 (1H, dd, J = l. 7, 8. 6Hz) , 7. 7 
7 - 7 . 8 0 ( 2 H, m) 

FAB-MS (m/e) : 4 92 [M + H] + 

20 

mmm 1 1 2 

jt&mm 3 0 8 8 (DMi& (Ri:H;R2:H;R3:i-Pr;R4;H;R 5 : 
H;R 6 :H;R 7 :4-CH 2 Q;R 8 : n-P rNHCO ; R 9 :H:X: 
Q;Y:N;Z:Ph;R: 3-HOCH^CH (Me) CH^ -Ph) 
25 ^7Xr^f7-A 

1 HNMR (CDC1 3 ) <5 : 0. 79 (3H, d, J = 6. 7Hz) , 0. 
86 (3H, d, J = 6. 5Hz) , 0. 90 (3H, t, J = 7. 7Hz) , 

I. 15 (3H, d, J = 6. 3Hz), 1. 20-1. 3 8 ( 1 H, m) , 1. 
5 6-1. 6 8 (2H, m) , 1. 8 8-1. 9 8 (1H, m) , 2. 07 (1 
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H, dd, J = 8. 9, 12. 5Hz) , 2. 99 (1H, dd, J = 7. 4, 
12. 6Hz) , 3. 21 (1H, dd, J = 4. 3, 12. 5Hz) , 3. 2 
5-3. 30 (2H, m), 3. 32-3. 4 4 (1H, m) , 3. 53-3. 
62 (2H, m) , 3. 78 (1H, dd, J = 7. 4, 12. 6Hz) , 4. 

5 42-4. 5 3 (2H, m) , 6. 79 (1H, d, J = 8. 6Hz) , 7. 1 
5-7. 18 (1H, m), 7. 35 (1H, d, J = 2. 3Hz), 7. 37- 
7. 47 (3H, m) , 7. 60 (1H, dd, J = 2. 3, 8. 6Hz) , 7. 
7 6-7. 7 9 (1H, m) 
FAB-MS (m/e) : 480 [M+H] + 
10 5?7Xfl'*7-B 

i HNMR (CDC I 3 ) <5:0. 78 (3H, d, J = 6. 7Hz), 0. 
83 (3H, d, J = 7. 0Hz) , 0. 91 (3H, t, J = 7. 4Hz) , 

I. 15 (3H, d, J=6. 3Hz) , 1. 2 0-1. 3 8 (1H, m) , 1. 
5 6-1. 6 8 (2H, m) , 1. 8 8- 1. 9 8 (1H, m) , 2. 34 (1 

15 H, dd, J = 7. 6, 13. 1Hz) , 2. 94-3. 04 (2H, m) , 3. 
29 (2H, Q, J = 6. 7Hz) , 3. 4 0-3. 46 (1H, m) , 3. 5 
3-3. 61 (2H, m) , 3. 78 (1H, dd, J = 7. 6, 12. 6Hz), 
4. 41-4. 53 (2H, m) , 6. 76 (1H, d, J = 8. 6Hz) , 7. 
16-7. 19 ( 1 H, m) , 7. 25 ( 1 H, m) 7. 41-7. 47 (3H, 

20 m), 7. 51 (1H, dd, J = 2. 3, 8. 6Hz), 7. 76-7. 79 
(1H, m) 

FAB-MS (m/e) :4 8 0 [M+H] + 

m^m 1 1 3 

25 Jfr£t)0!)3 0 8 9(£>gtjj (Ri :H;R2 :H;R3 : i-Pr ;R4 :H;R 5 : 
H;R 6 :H;R 7 : 4-CH 2 0;R 8 :n-PrNHCO;R 9 :H;X: 
O ; Y : N ; 2 : Ph ; R : 3 -HOC (Me) , CH , CH , -Ph) 

i HNMR (CDC1 3 ) <5:0. 79 (3H, d, J = 6. 2Hz), 0. 
91 (3H, t, J = 7. 2Hz) , 1. 16 (3H, d, J = 6. 2Hz) , 



WO 02/066479 PCT/JP02/01576 

182 

1. 20-1. 38 (1H, m) , 1. 26 (6H, s), 1. 56-1. 68 
(2H, m) , 1. 71 (2H, t, J = 8. 4Hz), 2. 68-2. 79 (2 
H, m) , 2. 97 (1H, dd, J =7. 6, 12. 6Hz) , 3. 28 (2 

H, q, J = 6. 7Hz), 3. 53-3. 61 (1H, m), 3. 77 (1H, 
5 dd, J = 7. 6, 12. GHz), 4. 48 (2H, s) , 6. 7 5 (1H, 

d, J = 8. OHz), 7. 18-7. 25 (2H, m) , 7. 41-7. 47 
(3H, m) , 7. 52 (1H, dd, J = 2. 3, 8. OHz) , 7. 76- 
7. 7 9 (1H, m) 
FAB-MS (m/e) : 494 [M + H] + 

10 

mmm 114 

ft;£-»fly 3 0 9 0 (DMit (Ri:H;R2;H;R3:i-Pr;R4;H;R s : 
H;R 6 :H;R 7 ;4-CH 2 Q;R 8 :n-PrNHCO;R 9 :H;X: 
Q;Y:N;Z:Ph;R: 3 -HO (CH ,) ^CH . -Ph) 
15 i HNMR (CDC1 3 ) <5 : 0. 78 (3H, d, J = 6. 2Hz), 0. 
91 (3H, t, J = 7. 5Hz) , 1. 16 (3H, d, J=6. 2Hz), 

I. 20-1. 38 ( 1 H, m) , 1. 56-1. 68 ( 1 H, m) , 1. 73- 

1. 8 7 (2H, m) , 2. 6 8-2. 8 6 (2H, m) , 2. 9 6 (1H, d 
d, J = 7. 6, 12. 5Hz) , 3. 30 (2H, q, J = 6. 6Hz), 3. 

20 53-3. 61 (1H, m), 3. 66 (2H, t, J = 5. 8Hz), 3. 7 
7 (1H, dd, J = 7. 6, 12. 5Hz) , 4. 49 (2H, s) , 6. 7 
7 (1H, d, J = 8. 6Hz) , 7. 11 (1H, s) , 7. 11-7. 20 
(1H, m), 7. 41-7. 52 (3H, m), 7. 5 4 ( 1 H, dd, J = 

2. 2, 8. 6Hz), 7. 76-7. 79 (1H, m) 
25 FAB-MS (m/e) : 46 6 [M+H] + 

mmm 115 

fc&mm 3 0 9 1 g)gjg (Ri:H;R2:H;R3:i-p r ;R4;H;R 5 : 
H;R 6 :H:R 7 :4-CH 2 Q;R 8 : n — P r NHCQ ; R 9 :H;X: 
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Q;Y:N;Z:Ph;R:3- (4-Pyridyl) -Ph) 

i HNMR (CDC 1 3 ) <5:0. 78-0. 95 (6H, m) , 1. 19 (3 
H, d, J = 6. 5Hz) , 1. 2 0-1. 3 8 (1H, m) , 1. 47-1. 
59 (1H, m), 3. 00 (1H, dd, J = 7. 6, 12. 5Hz), 3. 
5 16-3. 23 (2H, m), 3. 59-3. 65 (1H, m), 3. 81 (1 

H, dd, J = 7. 6, 12. 5Hz), 4. 45-4. 56 (2H, m) , 6. 
21 (1H, s) , 6. 94 (1H, d, J = 8. 7Hz) , 7. 20-7. 2 
3 (1H, m) , 7. 42-7. 5 0 (4H, m) , 7. 69 (1H, d, J = 
2. 3Hz) , 7. 7 0-7. 7 8 (2H, m) , 8. 6 7-8. 6 9 (2H, 

10 m) 

FAB-MS (m/e) : 4 8 5 [M + H] + 
116 

Jfrfrttfll 3 13 3 <DWt (Ri:H;R2:H;R3:i-Pr;R4:H;R 5 I 
15 H;R 6 :H;R 7 :4-CH 2 0;R 8 :n-PrNHCO;R 9 :H;X: 
0;Y:N;Z:Ph;R:3, 5-Cl , -Ph) 

i HNMR (CDC1 3 ) <5 : 0. 82 (3H, d, J = 6. 2Hz) , 0. 
98 (3H, t, J = 7. 4Hz) , 1. 16 (3H, d, J = 6. 2Hz) , 

I. 20-1. 38 (1H, m), 1. 5 6-1. 68 (2H, m), 2. 95 
20 (1H, dd, J = 7. 7, 12. 5Hz), 3. 36 (2H, q, J = 6. 9 

Hz) , 3. 54-3. 6 3 (1H, m) , 3. 79 (1H, dd, J = 7. 7, 
12. 5Hz) , 4. 53 (2H, s) , 6. 9 3-7. 0 3 (1H, m) , 7. 
17-7. 23 (1H, m), 7. 47-7. 52 (2H, m), 7. 66 (2 
H, s), 7. 77-7. 81 ( 1 H, m) 
25 FAB-MS (m/e) :4 7 6 [M + H] + 

mmw 1 1 7 

ikteWMZ 1 5 6<Dmm (Ri:H;R»:H;R», R*, R 5 RlftR 6 : Ph 
(R a , R R 5 TktfR 6 tf-mztS;-DXPhm*Mf&t 5) ; R 7 :4-C 
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H,Q ; R 8 : n-P rNHCO ; X : O ; Y : N ; Z : Ph ; R : 3-Me- 
Ph) 

i HNMR (CDC 1 8 ) 6 : 0. 9 1 (3H, t, J = 6. 9Hz) , 1. 
51-1. 61 (2H, m) , 2. 22 (3H, s) , 3. 29 (2H, q, J 
5 =6. 7Hz), 4. 44 (2H, s), 4. 70 (1H, brs), 6. 49- 
6. 50 (1H, m) , 6. 73 (1H, d, J = 8. 6Hz) , 6. 83 (1 
H, dd, J = l. 5, 7. 3Hz) , 6. 90-7. 01 (2H, m) , 7. 
33 (1H, d, J = 2. 5Hz), 7. 39 (1H, dd, J = l. 0, 7. 
6Hz) , 7. 44 (1H, dd, J = 2. 5, 8. 6Hz) , 7. 51 (1H, 
10 dd, J = l. 2, 7. 4Hz) , 7. 5 5-7. 6 0 (2H, m) , 7. 89 
(1H, dd, J = l. 6, 7. 9Hz) 

FAB-MS (m/e) : 42 8 [M+H] + 

mmm us 

15 {k&VlM3 15 8 (DUm (Ri:H;R2:H;R8:i-Pr;R4:H;R 5 : 
H;R 6 :H;R 7 :4-CH 2 Q;R 8 : n-P rNHCO ; R 9 :H:X: 
Q;Y:N;Z:Ph;R: 3, 5-1 ,-Ph) 

i HNMR (CDC 1 3 ) 8:0. 82 (3H, d, J = 6. 3Hz), 1. 
00 (3H, t, J = 7. 1Hz) , 1. 17 (3H, d, J = 6. 3Hz) , 
20 1. 2 0- 1. 3 8 (1H, m) , 1. 5 6- 1. 6 8 (2H, m) , 2. 93 
(1H, dd, J = 7. 7, 12. 7Hz), 3. 38 (1H, q, J = 6. 8 
Hz) , 3. 54-3. 61 (1H, m) , 3. 78 (1H, q, J = 7. 6, 
12. 7Hz), 4. 48 (2H, s), 6. 81-6. 83 (1H, m), 7. 
19-7. 25 (1H, m) , 7. 4 6-7. 5 3 (2H, m) , 7. 79-7. 
25 8 2 (1H, m) , 8. 1 0 (2H, S) 

FAB-MS (m/e) :6 6 0 [M+H] + 

mmm 1 1 9 

ftnlij 16 1 (DUm (R 1 :H;R2:H;R3:j-Pr;R4;H;R s : 
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H;R 6 :H;R 7 : 4-CH , Q;R 8 :n-PrNHCO;R 9 :H;X: 
Q;Y:N;Z:2, 3-Pyr idyl (jjfcjcgjyg^ ;R:3-I-P 
h) 

1 HNMR (CD 3 OD) 6:0. 84 (3H, d, J = 6. 6Hz) , 0. 9 
5 3 (3H, t, J = 7. 1Hz) , 1. 16 (3H, d, J = 6. 6Hz) , 1. 
30-1. 40 (1H, m) , 1. 5 5-1. 6 0 (2H, m) , 3. 28 (2 
H, q, J = 7. 2Hz) , 3. 81-3. 84 (1H, m) , 3. 97 (1H, 
t, J = 7. 2Hz) , 4. 61 (2H, s) , 4. 67 (1H, t, J = 7. 
2Hz) , 6. 9 1 (1H, d, J = 8. 2Hz) , 7. 42-7. 46 (2H, 
10 m), 7. 63 (1H, d, J = 8. 2Hz), 7. 95 (1H, s), 8. 1 
5 (1H, d, J = 7. 1Hz) 
FAB-MS (m/e) : 5 3 5 [M + H] + 



mmm 1 2 0 





13 16 7©^ 




(R 1 : H ; R 2 : 


H; R3 : i-Pr;R<: 


H; R 5 : 


H ; R 6 


: H ; R 7 : 


4 


-CH,0 ; R 8 


: n-P rNHCO ; R 9 


! H ; X ! 


O ; Y : 


N ; Z : 2, 


3 


-Pyr idyl 


OffcfcSSMffP) ;R: 


3 -Me - 



Ph) 

1 HNMR (CD3OD) 6 : 0. 83 (3H, t, J = 7. 3Hz) , 0. 8 
20 8 (3H, d, J = 5. 8Hz) , 1. 25 (3H, d, J = 5. 8Hz) , 1. 
43-1. 54 (2H, m) , 1. 60-1. 74 (1H, m), 2. 30 (3 
H, s), 3. 16 (2H, t, J = 5. 8Hz), 3. 38-3. 41 (1H, 
m), 3. 96-3. 99 (1H, m) , 4. 18-4. 21 (lH,m), 4. 
53 (2H, s) , 6. 90 (1H, d, J = 8. 0Hz) , 7. 51-7. 8 
25 4 (3H, m), 8. 18 (1H, d, J = 7. 1Hz), 8. 76-8. 77 
(1H, m) 

FAB-MS (m/e) : 424 [M + H] + 



mmm 121 
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tt&mto 3 17 5 <Dm& (R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 ; H ; R 5 : 
H;R 6 :H;R 7 :4-CH 2 Q;R 8 : n-P r NHCO ; R 9 :Me;X: 
Q;Y:N;Z:Ph;R: 3-I-Ph) 
i HNMR (CDC1 8 ) 6:0. 77 (3H, d, J = 6. 2Hz) , 0. 
5 9 8 (3H, t, J = 7. 4Hz) , 1. 20 (3H, d, J = 5. 6Hz) , 
1. 20-1. 38 (1H, m) , 1. 54-1. 68 ( 2 H, m) , 1. 92 
(3H, s) , 3. 03 (1H, dd, J = 9. 2, 12. 6Hz), 3. 32- 
3. 34 (3H, m) , 3. 6 7-3. 7 5 (1H, m) , 4. 49 (2H, s) , 
6. 71 (1H, d, J = 8. 6Hz) , 6. 97 (1H, s) , 7. 09-7. 
10 12 (1H, m) , 7. 42-7. 48 (2H, m) , 7. 58 (1H, dd, 
J = 2 . 0, 8. 6Hz), 7. 7 7-7. 80 ( 1 H, m) , 8. 17 (1H, 
d, J = 2. 0Hz) 
FAB-MS (m/e) : 548 [M + H] + 

15 mnm 122 

fc&mm 3 17 9 <omt (R':H;R2;H;R3: i-Pr ;R4;H;R 6 : 
H;R 6 :H;R 7 : 4 — C H , O ; R 8 : n — P r NHCO ; R 9 : t-BuO 
COCH , ;X ;Q;Y:N;Z;Ph;R: 3-Me-Ph) 
i HNMR (CDC 1 8 ) 5:0. 76 (3H, d, J = 6. 3Hz), 0. 9 

20 2 (3H, t, J = 7. 4Hz), 1. 20 (3H, d, J = 6. 3Hz), 1. 
24-1. 30 (1H, m), 1. 33 (9H, s), 1. 51-1. 58 (2 
H, m) , 2. 27 (3H, s) , 2. 83 (2H, q, J = 17. 0Hz) , 
3. 15 (1H, dd, J = 8. 6, 13. 0Hz) , 3. 32 (2H, q, J 
= 6. 9Hz) , 3. 48 (1H, dd, J = 7. 0, 13. 0Hz) , 3. 6 

25 5-3. 6 8 (1H, m) , 4. 47 (2H, s) , 6. 57 (1H, s) , 7. 
14 (1H, d, J=8. 6Hz) , 7. 12-7. 79 (6H, m) 
FAB-MS (m/e) :5 3 6 [M+H] + 



MM 12 3 
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jfr&W 3 18 2 (Pggjg (Ri:H;R2:H;R3: i-Pr ;R^:H;R 5 : 
H;R 6 :H;R 7 : 4-CH , Q;R 8 :n-PrNHCO;R 9 :MeSO , 
CH^SO , ; X:Q;Y:N;Z:Ph;R: 3-Me-Ph) 
i HNMR (CDC1 3 ) <5 : 0. 80 (3H, d, J = 6. 6Hz), 0. 
5 94 (3H, t, J = 7. 3Hz) , 1. 05 (3H, d, J = 6. 6Hz) , 
1. 2 1-1, 32 (1H, m) , 1. 5 5-1. 6 2 (2H, m) , 2. 2 8 
(3H, s), 3. 05 (3H, s), 3. 35 (2H, q, J = 6. 6Hz), 
3. 44 (2H, q, J = 12. 5Hz), 3. 61 ( 1 H, dd, J = 5. 0, 
5. 9Hz) , 4. 05-4. 12 ( 1 H, m) , 4. 51 (2H, s) , 4. 
10 5 5-4. 6 2 (1H, m) , 6. 5 5 (1H, s) , 6. 8 0 (1H, d, J 
= 8. 3Hz) , 7. 3 5-7. 9 5 (6H, m) 
FAB-MS (m/e) :5 7 8 [M+H] + 

mum i 
tt&mm 1067 toiterm 45 m> 
20 mmkik*? 1 5 

*L» 7 5 

25 mMtm 

i\&®m 3 0 6 7 <ott&m 4 5 tm 
mm 15 

1 6 

isatt*fe;vD-x 2 1 
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mm* 3 o 

*i%-izM£isfcWi, mwrnrnvrmmv. x^ummvTi 4 i~i 7 7 #m 

©**3©lttttlli:l/&. 
^J»J3 



10 gSMfcflH 

m> union yt/if^PX «t»ttKK*;u->^AS^!»»*&inATiS*te 

15 
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If 3t (D 15 

i . -m. [ i ] 



R 7 




[I] 



~Mng, ADy>If, kHn+yl, *;i/=Ui^ *;i^;K7$./S> 

tv— )V7.)Vyy N-TV-^jvn^-om, T 
10 a-r;i/S, ra^v'S, c 2 -c 6 7;^/-r;ps, N-Cg-CeT^z-OKr 

^ N-Ci-CioT;^;^;^^;^ n-c 1 -c 10 t;w^^^a 

^-fJl/S, N, N - y - c ! - C ! o yj^JW^/tt'f JVS, N-C 2 -C 6 7;|/ 

*;p#-;i/c x - c j 0 T;v*;w*;wt*-f n-c x - c 6 7;k3^>#;p# 

C 1 -C 6 T)V*)\,X)V7T : t'()l'^ C 1 -C 6 T)l<3r)l'XJV7j~)\sm, 

20 6 T)V^^m, Ci-CeT^n^*;^-;^ n-c,-c,^d7;^ 

;i/T 5 / C 3 - C 6 Is*? D T)V*)lttl/&XX*N -C 3 -C^U T)V*)V 
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5 Lfc> N- C , - C ! .TJWVfcJWVE-f )Vmm$\ZN- C , - C 10 7JWft 
U^>m. C 1 -C 6 7)V*)lttmRXtN-C l -C 6 7)V*)\s75.;mfriof3LZ> 

s> eu5^n;ps, tfu^-;p»> e^i/u/w*. 7U;wa, fb7tHD 
uvu;^ *>V7r*svn& ^>VhV7VV)vm. ^>V77^hr 

20 3 1 fc Vi h 3 2gtt<Z>|fc*££9& 

yy^JVm. X)l>*m, zhDS, /\n^>If, tKn^>S, *;i/$;P3£» 
25 ;m-*>^ ru-^^*rji«, c 2 -c 6 T;i/^y-r;i/«> n-c 2 -c 6 
*;i/75/s, N-Ci-c^y;^;!/*^^;^, N-Cx-CeT;^;]/ 
N-c,-c,7W^H5y8, c r c,7wmi, 
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7)V*)17 5. / C 3 - C 6 */9 □ 7JW^«N - C 3 - C 6 1/9 P 7 

5 ft&m<Dm\ c.-c »mmmm. ftm<D*mi<D mmmm. n - c > - 

C 6 7)V*)V7 5 / Mm h < it C ! - C 6 7)VU * yS, 
R\ R\ R 5 RtfR 6 \Z, ^ft^n^&LT, y^mm?. 757*, ^Wt* 

10 *)i$)i7^;m, c 2 -c 6 7)i%;^)im, n-c 2 -c 6 t;^ 

a^-t;^, Ci-CeTjp^wg 1 ^ N-c 1 -c 6 r;wpx;i/7r ; &-r;^ 
Ci-C^WUTJP:^-;^ c 1 -c 6 7;wi'X;p:fc;i^ n-Cj- 
c 6 7;wi/x;i^-;V75yg, c 1 -c 6 7;io^>^ c^CeT^p^^ 

15 N-C 3 -C 6 ^D7JW75yS, C 3 -C 6 ^D7M;k 

^i/«s^N - c 3 - c 6 v# D7W*;i/A ,; e^ ztezmfr e>n& 

smo^iafpc ! - c 9 iii»^s> #&iiM?n c j - c 9 mi»]!i*R^^©^ 
is?p©c 1 -c 9 iigfl^^e,^^»e,ji^$ti§B^ T5/s, 
20 -f;HE, fc^/re-f^rs/as, *;wt*-f;p^^^s, ->7 
/S, x^z^r^S, - has, Any>«f, hHa^yS, 

25 £> N-7'J -;i/^7 frnt&UV&s TD^fM, 7D^rv-S> C 2 - C 6 7^* / 

-r;p*, N-c 2 -c 6 7;p^y-f;P75/», n-c^-c^w^s/S, 
n, N-i?-c 1 -c 6 7;p+;i/75ys> N-c 1 -c 10 7;i/^;i/*;wt ; E-r;i/ 
N-c 1 -c 10 7;Wi/^*;w\* ; E-r;i/^ n-75;c 1 -c 10 7;w 
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v\ r u -;i>»» xtt-f5^!/y;ws, ^uvy^g, ^7vfy;^ ^75? 
io 7 % /y;v*, ^x-;i^ hy7yy;i/S, eyswak tf^^-;p», tfy$ 

15 ^>V^7VU;i/S, ^>l/hU7V'J;PS, ^>V , 77-;V*S;^5 1 ^>^ 
S&31¥<£ DStfns ^pjfg^S 1 St^fc D 1 5 fl^TTS 1 ftv> h 3 

20 ^«a?n c 1 - c 9 #&ii©&fn c 1 - c 9 mMmM% v < 

ftmikv>m\ c x - c 9 it b < «^tt«©?F««i© c j - c smmmm 
b<«5^u<«6 M©^fD^m«*> 5 m v < « 6 mo^mmommxte 5 

25 gb<tt6i©^fDSSMU tt<H R 3 , R 4 , R 5 WR 6 K-^fc 
^oT, «&^7'J-;PS, 2^b3H4©«KiiWBOC 6 -C l5 t 
£i*^3!tgX«6 ^©'vrOgtg^tX »ttXMf, IIIfRMSIf^B 
^S^Dil^n^^T-a^^l^^fcD lft^L54@Wf52fcV>L33g 
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r 7 fct zm&e^ x»r 8 fcg&snfcan©fis» c , - c jmmm. mm® 
*mn c ! - c 9 igift%& #k£©«ssbi c x - c 9 «&ft^^ ^tt«o^«sfiicD c 

i-Cgfl&JfeJ^^, T?)V3r)vm, 77Wt*->S, 7^;i^;i/#;i/fc;i/S> 

c 2 -c 6 7^*/-r;^^s/*, N-c 1 -c 6 7;wi/75ys, n, n-s>- 
c ! - c , rjvwr n - c ! - c i o 7;wkfc;w w n - c x - 
c 10 7;wv5 i ^;wi ; E-f;^ n, N-> > -c 1 -c 10 7;i/^;^;wt ; E-r 
10 N-c 2 -c 6 7;^n;p*;p/t^;ps, c 1 -c 6 7;WP5 i ^S> n- 
c^CeJjwvxjvyy^frm, c 1 -c 6 7;wi/7,;i'7^n;vs> c x - 
c 6 7WXM-;n, N-c 1 -c 6 7;wux;^-;P75y«, Ci-c 
a 7)Vn*ism* c 1 -c 6 7;Vn^>*;i/^-;v^ N-c 3 - c,^n7^ 
JP75;iM-C 3 -C 6 >'i'D7MWMHM)i^!5:5Sj:DI 

15 mnzmWk&> -f s^yu;p», **uvyji^k ^TVy;^ ^tptv 
ujm, bV7*;v)vm. tru^a, t?^~;i/g, try$^- 

;i^> try^5?-;w^ tf^i/y^S, ?y;Hk fh7tpD77^s, if 
□ y ^^u-^;psR^jp*y y sa> s vmmnz 5 x 

20 r 8 «, 7$>KS, 75 ys, fcM^-oUk ^a^e-oi^/*, luv 

*)V5i)i7s.;m, 7y)v*)vm, N-7yjv^ju7=.ym, 7? 

)l*)Vtti/&, H-75)V*rM)M*:'()V&* N -7 V -)V7 S. S 7 V — 
)Vtti/& 7V-)lX)V-fc~)m> 7^)-)^)V7T^)Vm. N-7'J-;P 
25 tUW^-Dm, 7D-fM, 7D+->S, N-7P-T;i/75yS, C 2 -C 6 

7;kfr/-r;i^ ^-c 2 -c 6 7)^/^JV7^.ym. N-c r c e 7W7 
5y», n, N-^-c 1 -c 6 7;ww75y», N-c 1 -c 10 7;^;^;i/ 
/x^e-r^ N-c 1 -c 10 7;wP5 t «;i«';w;^ n, n-v-c^c 

1Q 7)V*)lti)Vn^)Vm. ^-C 2 -C 6 7)Vir-)V^)VA^)V^ N-75 
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/Ct-Cum^M^M, N-c 1 -c 6 7)Vn^>c 1 -c 10 7)V 

+ J WW Jl/g, N - C x - C 6 7 Jlo* ;V C x - C x 0 7 WrJV* 

;W\*^E< n - c j - c 6 7;un * ^fc^x;^ $/c r c 10 7 
;wt*-r ;v«> n - c ! - c 6 7)Vu )V#-)V7 s / c , - c 8 7)Vu 
5 ;w?x;w», c 1 -c 6 7)V^-)V^tm. N-c 1 -c 6 7)i*)iX)\s7T : £'()im. 
c 1 -c 6 7)V*)\sX)vy4~)v& c 1 -CtTn&)viwv&=.)\& n-c x - 
c 6 t;wpx;1/*-;i/T5/s, c^c^jvn^^jv^^vm. n-c 3 - 
c 8 *s 2 p 7;p^;i/7 $ / S> Rtf n - c 3 - c 6 is & d r;^^* A'/t^E-f 

tru$^;W6, try^s^^Wk tf^i/u;^ 7U;v*, rh7th* 

o^$n^ Bx^eM^AxDms^m^A^D^s^g^L,^ n-c 
i - c i o 7; wi^^n^ n - c x - c 1 0 7;^;i/^^-* ;w w 

Ytt, Hfc**?. * : S=O n (CJlfc*HTnttOa:HL2 0S»Sit) 
20 CrCerMMJ^H, N - C j - C 6 7MMM^I/75 / S, C 

1 -c 6 7;pn^->s, Ci-c^io^s^;!^-;^ c a -c.7;iofry-T;p 

mac l -c 9 mmmm. &&m<Dmn c x - c jtjws. #8»©*«sfiJcD c x - 

25 c 9 Bt«S^L<«c 1 -c 6 7;wi'7 > ju*-;i/*^i-) , 

b 3 m&<omi% b < tt5Ffla»o c 6 - c , j^iiisxttxf u>^^-> 
7irM, Kuswak bf^^x;^ euss^wak bru^$>-;Hk ^ 
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>*ms.wv)v& i>v**if/vj\& *>V77Wjm* ^>i/hu 
r v u *>V7? -jvmms* fi/>»'>7x e> & o 

»«fc Dis^n^Axnii^ s i gtmntfc d i & l 5 mmr s 2 & v> l 3 gt4£© 

2. R^T^/*, AD^>Mf, tHD^as, Cx-Cer;^;^ 

C ! - C 6 7)V^r)V7s))/y J -tim. C 1 -C 6 7 fr&VZM^V&R&C 

1 -c 6 7)\<3*i/&frt>-&z>m&Qmuisnz>m&m. -f $^/y;w& ^-^u- 

UvM, lfU55?n;PsS, t?U^>>-;l^ tf^l/lUWK, t- 

N7tHa77 fcf n U 5?**^ ^SRtte;]'* U 7 Xfr £ 

n - c x - c j o 7;wi/#;w w n - c t - c 10 7;^ft*;p;t 

foCi-CgliJLTj^x, ^m©^fp©c 1 -c 9 lfj«S, Ci-CeT^n^i/ 
1,C,-C 6 7;WWiR«N - C ! - C 6 7)V*)V7 $ y 2fcfe 6 fc£#«k D 

20 %>*v>> tu-;p*» xkH^/u^s, wy»JM, ^7 v /y;ws, ^ 
U5^;ps, tfu^-^s, tr^/u;^ fh7fch'P77-M, trn 

25 ^>^t7i-;n, ^>y-r5yvu^s, ^vv^^+h/u;^ ^> 



20 
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~hoS> AD^>Jlf, tHD^i/i, ^ 

;p$;i/75ys> 75;^jh, 7U-;i^ n-7U-*7 tv-ju 
5 7U-;i/x;i/*-;i^ c 2 -c 6 7;u#y-r jvm. n-c 2 -c 6 t;i, 

a >> -opts yak td^jh, n— 70-1^75 /us, n-c^-c^m^ 

£, ^^-c 1 -c 6 T;^^;^^;^5^:-;^75yii, c r c,7Kmi, c 2 - 
10 c 6 7;i/n^->s, c 1 -c 6 y;i,n^^;^-;^ n-c 3 -c 6 ^d7;p 
*;W7 5;s,c 3 -c 6 ^o 7ji/W«n -c,-c,^nm 

^©nfnc ! - c 9 msm^ ft&m<wFm\<Dc 1 - c 9 utji^s, n- c , - c 6 

15 7W7 5 / £« b < tt C 4 - C 6 7^3 * 0 , 

R\ R 4 % R 5 MR 6 ^tl^tl^bT, 7S/g, #;WW 

x;i/7r^;n, -has, /\ny>||f, tHP^->s> * 

^5;U75 7S, c 2 -c 6 7;^/-r;p«, n-c 2 -c 6 7;^/ 

N-C 1 -C 6 7;Wl/75yS, N-C r C 10 7WM/t 

c r c 6 7M;ws, N-c 1 -c 6 7;wP7 > ^7r ; e<;^ 
c 1 -c 6 7;wpx;P7w3:;^ c 1 -c 6 7;p^x;v-*-;i/^, n-c x - 
c 6 7;p+;^;^-;i/7$/s, c 1 -c 6 7;un^^ c 1 -c 6 7;i/n^> 
n-c 3 -c 6 ^d7;^^75/^ c 3 -c 8 ^n7W 

mm<D7Fm c x - c , Mrtts. ##m©&*n c , - c 9 itra»sam;»t*«©* 
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7^ MVJr^-DV&s 7JMn*> -bog, ADy>^f, fcKn*$/g, 
^M^i^i, N-77J^JWM€-fM. 7U-;VS, N-7U-;P7 

N-c 2 -c 6 7;v*y-f;i/75y*, N-c 1 -c 6 7;i/^;i/7^y*. n, 

N - S>- C t - C 6 7MJV7 57*, N - C i - C ! 0 TJM 1 JWW/VE'f 

n - c i - c j o 7)V*)\rttr% N-75yc x -c 10 7m* ;w 

)vm, c j - c 6 7)v*fyttm, n - c t - c 6 7)v*)vz)V7 r ^ )m, 

10 C 1 -C 6 7W^7^^S, CrC^WKW-M, N-C^- 

o7;i/^;p*;wt ; e-r;vs^e»^§^i:D^$n^e^*Mm^gmSTS 
is ^tt«©i8!ft c i - c 9 «^s, #s*i©*i8»0 c ! - c 9 jtm«, c 

1 -C 6 7;^^>S3SS:rKN-C 1 -C 6 7;WP7$y«d^^5^j;D^$ 

nse^«^e»^§^«fco^$n5«^s^ix«-en^±^rbT^T i fe e j:^> 
v )vm. fi-M, h y 7y u ;i& tr u sws, tf 7 s^pg, t? y 5 

SSKXttKry-;^ Kft*3r«3R& ^fnlSgK «i£1t^7?#gt 

*T«fc3nTv>T*>«kK Moisftic^c^i&jijwssai, a^^ftCi- 
c 9 »i, &&m<Dffiac l - c jmmmgv < \*&wsLO-**m<n c x -c 



WO 02/066479 PCT/JP02/01576 

198 

ffl C ! - C 9 ItW^ b < C 1 - C 9 »j£S3gb < }* 5 ^ 

b < tt 6 5 3gb < tt 6 *©?FI&fPO^SX« 5 ^ b < « 6 

5 l©AfDlSMb, ^b<«, R 3 , R 4 , R s M 6 (i-»oT> HI 

awrn^T-nig^s lmssfco i &v>b sfi^rrs 2 ^b 3 

10 R 7 «i^Pzr&*), 

Y#g^jr?> M: S=O n (CCi:^Tnft0^l,2©^[^t) X 

! - c 6 7; p*;v;uu*~;i^, n - c t - c 6 7)V*)WVfr-)V7 $ y a, c x - 
15 c 6 T)Vn*zsM> c 1 -c 6 7;m^r^;^-;i/S, c 2 -c 6 7;p#y<;i/g 

20 zte, m&7V-)im, C 6 -C 8 ^^DT;i/^-;i/S, C 6 -C 8 y^a7JW 

b 3 sttt©a&*03g b < ® c 6 - c 1 s n-&^^msxttx^ i/ >^**5/ 
euswak tf55?n;p», tfus>?-;i^ try^n^at, ^ 

m&Qm\t*nz<\Tum?%im%k%itv i^b5Mwrs2^b3SHtcD 



WO 02/066479 



PCT/JP02/01576 



[ I ] «t-«a [II] 




R 5 



5 a, -hn*> Aoy>Rf, kFD^>s, *;|/$;kt^./«> 
n-oi/g, yn+yS, c 2 -c 6 7;i/#/-r N-c 2 -c 6 7;^y-r;i^T 

10 N-C l -C s 7)V*)V7S./m* N, N-^-C^C^WKT^/ 

^-f^g, N, N-^-C l -C 10 7)V^M)WW)Vm. N-C 2 -C 6 7)V 

tr-)vts)vn^ N-7^yc 1 -c 10 7)v^)v^)vn^)vm, n-c 

i - C 6 TVWa+VC ! - C 10 7^MM ; E'f;H < N - C x - C 6 7)VU^y 

c 1 -c 6 7;^;i/x;i'>'T ; e-r;^ c 1 -c 6 7^j^7^-jh, c x - 
c 6 7)V*)VX)],ft~)\,m. N-c 1 -c 6 7;WPx;^-;i/75ys> Cj-c 
6 7;p3^->s> c 1 -c 6 7;ur3^->*;^x:;ps, n-c 3 -c 6 ->^d7;1/+ 

20 ;i/75y«, C 3 -C 6 y^D7MWyi»-C 3 -C 6 y^n7JWl' 

^7\/y;i/«. 9*75>7i/y;wk fi-JH, hUTVyjws, ey$> 
;p*> t!7S?-;i^> i;y$$?-;ps, tfy^-;i^ t^yy;ps, ?y;i/ 
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Lfc. N - C ! - C ! o yMMJWt^-f ,«MmcN - C ! - C x o T)V3c)Vtt 

mom c 1 - c 9 j8im^ ^mo^^o© c x - c 9 »&a; c 1 - c 6 

□ C ! - C 6 TJ^mi0N - C x - C 6 7; WW7 5 / &fr &3 

tru5>>x;i/X, tfu^x^x, tf^yu;i/S, 7u;i/& xh^tno 
7 ^x;t^ tf p u ^^itx^&a^;!/* u Sfc-sau; o 

77^;^, - has, Aay>Bf, fch*n=^>g, 

77;^M> tu-^s, n-tu*-;!^/** 7U- 
^a-*^*, 7U-;ux;^n;v*, c 2 -c 6 7)V^y^)m. n-c 2 -c 6 

n - c ! - c 6 7M;i/7j^;i/75 yi, c 1 -G 6 7JWfti, 

7J WP7 5 / C , - C 6 1/9 P 7Wt+^iRtfN - C 3 - C 6 ~>;7 D 7 
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^femoHfp c i - C 9 fll«S, ^|0»©C x - C JtJte^S, N - c x - 
5 R 3 , R 4 > R 5 S^R 6 li, ^n^n^SLLT, 7jc^MT> 75/g, fc/Wt* 

ys> x;v77 ; e-r;^> ;ui^g. -hog, Any>if, tKn^ak 
tf^auKrs/*, c 2 -c 6 7;!/#/-f;i^ N-c 2 -c 6 7;kfc 
y-r;i/75ys, n-c 1 -c 6 7;wp75/s, N-c r c 10 7MWJi/ 

c 1 -c 6 7;WP7>;i/7^n;i/S> c 1 -c 6 7;v^x;i/^n;i/S, n-Cj- 
c 6 7Wx;^^V75;s, c 1 -c 6 7;wn^^ c 1 -c 6 7;m^>' 

N-C 3 -C 6 y^n7M;i/75;i, C 3 -C 6 y^D7;^ 

^v-swn- c 3 - c 6 u7)v^)vti)vn^ )vm> ztzzm* zrnyi 

ttilOT^fn C i - C 9 Ji«S, C ! - C 9 IgJte^*®:^^0!)^ 

-r;i/S> ft)vn^)vr*;^ #;w\^;m-*>^ #;i/#*'>;i^ ^7 

/S, T.JVyr^JVm, Xfrftm. -bag, Aa^>g^ b Fd^> / S% 

20 ^;i/^;i/7s/s, 77;^;H, N-79;i/*;K7^/a, 

;^;vt+^i, N-7^;^;^;wt ; e-i > ;^ 7 u n-7U-;v7 
s/g, , 7U-;p^^s, 7U-;i^x;^-Ji/S» 7U-;ux;v^T ; &'f )V 

N-7U-;^;W\^J^ 70+i/I, c 2 -c 6 7;u#/ 

-f;Hk N-c 2 -c 6 7;^y-r;v7S/*, N-c 1 -c 6 7;i/^7$y», 

25 N, N-y-C 1 -C 6 7J^75;i, n-c 1 -c 10 7;w^;wtHE-f;w 
N-c 1 -c 10 7;^;P9 1 ^;PA^-r;i/S, N-75/ c r c 10 7M* 
#;w\^;i^ c 1 -c 6 7Mmi, N-c 1 -c 6 7;WPx;V7r ; E-f 
;p^> c 1 -c 6 7;p+;i/^;V7^^;i/S, c 1 -c 6 7;i/^;i/x;^-;^ n- 
c 1 -c 6 7;wi/x;^-;i/75ys, c 1 -c 6 7;i/n^i/a, Cj-c^^n 
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=i)]&. N-C 3 -C 6 ^D7jW5/S, RtfN-C 3 -C 6 
is? U 7)V*fr*SM*:<i Mm ftSg&gMtfm«J£S 

xmmnx^x%^\ mmommc.-c.msmm, mmc^fmac 1 -c 9 

5 C , - C 6 7)VU *5/3lRtW - C , - C 6 7)V*)V7 5 7 6 J; D 

k 7U-;i/S> xatf s^/u;«, **uvu;wi, ?7i/>jj«, ?-7V 

^>7ft7x=m ^>y<s^/u;us, ^>y**trvu;v3k 

mmm?$mmmxmmznx^xb&\,\ mmommc.-Cgmmmm, am© 
TOftc x - c 9 jgjftgg& ^tt«0«pftic ! - c jgj«ssL< »^tt«©^«a 

»©C 1 -C 9 ltJW«»Sw*r^ Xtt, R 3 &tfR 4 5gL<&R 5 RtfRn^frl^ 

20 n-^tc^oT, «iB©ft»ic 1 -c 9 »j»»afi, *M<o*mic l -c 9 mtti*& 
Kftmim c t - c 9 ig«a^ l < »#^©:f«s»© c x - c 

L<tt5£l,<«6 M©»^mS, 5 * L < 6 *©*ffiSl©i&*SU ft 5 
fKtteiCArniSSML, *L<«U R 3 , R 4 , R 5 R^R 6 «-^t 
&oT, «f^7U-;WI, 2fcV>L35lttt©^mXtt*«Pd©C 6 -C 16 8 

25 ^isasaiaixtt 6 s.(D^amm^v < izmmm^ msmttttmtg&fr & 
oawfns^xDjR^s lgi^fco 1 &v>l 5»rrs 2 3 at 
tt©«£«*#*3ia&§j&fcu 
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c,-c 6 7;kfr/-f;i/*, N-c 2 -c 6 7;p#/<;Kr$/g, c 2 -c 6 7;i/# 

^7 5 y N - C ! - C ! o 7)V*)Vtl )vm. N - C t - C x o 7;!/*;^ 

**;wtt-r;P3t, n, N-^-c 1 -c 10 7;wi/*;wt*<;pat, n-c 2 - 
c 6 7;v^r-;^;w\* ; E'r;i/S, Cx-c.r^/i^ti, n-c 1 -c 6 7;v^ 

io n - c ! - c ,7;w^^ji/75 / s, c 1 -c 6 7)Va^m. 

N-c 3 -c 6 s/^n7;i^;w*;wn ; E-f;i/S*^fe5# < tDaR$nsetftS» 
^^/'JM, **tiVU;i>*, ?77'J;H, f7i?77iJM, ^x-;p 

horvvjim, trumps, tr^-m eyse?-;^ tru^- 

a^e-ou^*^ #;M^>;^ xjiyr't-ovm, x;k*afc -hns> 
20 *;i/5;i/75y^ 7^;i/*;i/^ N-7^;WW7$7S» 7^ 

N-7^;wi/7j;w\* ; e-r;ps, n-7U-;v75/s> 7U— 
;i^*~>ak 7U-jpxm-;h, rv-jwvyrt'Om, n-7U-;p 
7j;i/A^-r;i/S, ru^jm, 7a*^, N-7P-f;P73-/«, c 2 -c 6 
7;^y-r;i/S> N-c 2 -c 6 7;w*y-i';i/75/^ n-c 1 -c 6 7;wv7 

25 N, N->?-C 1 -C 6 7M;V75>'I, N-c r c 10 7M;w^ 

a^e-opx, n-c 1 -c 10 7;^;w^7j;pa ; e-i';1/S, n. N-^-d-c 
10 7Mjw^^-f;n, N-c 2 -c 6 7;^n;i/^;i/A^;^ N-7^ 
/ c ! - c x o 7;i/^;i/^7 )vn^ )m. n - c l - c 6 7;m * *> c 2 - c 1 0 7;p 
;i/»> n— c ! — c 6 7;i/n^->*;^~;pc x - c 10 7KW 
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)Vrt^ )V&* N - C 1 - C 6 T)Vn )l#~)V7 5 J C l - C x 0 7J^iW 

friv&i jvm. n - c j - c 6 7 ;m ;i/#x;w7 $ / c 4 - c 6 7)vn % 

Ci-Cerjwvx;!/^^-;^ c^c.r;^;^^*-^ n-Cx- 
5 c 6 7Wxm^75;i, Cx-c 6 t;P3^v'5!j;^~;^ n-c 8 - 
c 6 a r;v^;i/7 5 rot - c 3 - c 6 i/t> n 7;i/*;i^;w\* ; E-f 

5 1 7> ? 7yu;i/»> ?x^m, hU7;/u;p», truswak tr^x 
;i/*> tfU5i?n;i/«, tru^-;vSv tr^/u^a, 7u;i^ fh^kF 

10 D7 ^Xjl/g, tfn U >>x;i^ v^itx^XRtPe;^ u / 5>fo-§1$<£: 
5 l0Afn«Mm:iATDil^tfe, N-C 
x - c x oT^i^w^ )m. n- c ! - c 1 0 7^*;^**;wtt>f 

15 Xfct ilIfX[«»> 

Y«, Bfe&Et?-* S: S=O n (£^£^TnteO&V>L2<Dgifc£^T) 

c 1 -c B 7)V*)VX)i'*i~)V&. N-Ci-c 6 7;WPx;i/^n;w75y^ c 
x-c 6 7;m*>^ Ci-c 6 7;vn^^;pfc;ps> c 2 -c 6 7;^/-r;p 
20 i^n - c ! - c 1 0 7)v^)v^)w^ )mft*>tsLZ>mfr*>mnzn%w&M 

ma c x - c , »ttis©«ajfti c ! - c 9 flg«», c x - 

25 ^xn;psR^c 6 -c 8 >'^D7;per-;p^efe«#cfcDa*;sn-5 2&v* 

b 3 3H4©ffi?d:g L < tt^fiSD© C 6 - C x sfg^KSlSSISXttX^ l">$>**5' 

7xzjh, fcfu^l/S, tf55?x;nk e U 5 ^xjus. t!Dy^x;^ ^ 
>l/<$^/U;H6» ^> , Mif^JjH, ^>^7 % /U;i'S> ^>l/hU 
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ate********?-] T«^n^>tt^itfB«©«R^«, «s#t© 

5 4. R^rsyi, *;wt^E>f;ps, jovak 7^ 

77^^ =hni, Aciy>M?, tFn**>ak 

7U-mm-;h, 7U-M;i/7 7 c E'fM, n-tu-;p 
#;ww;i^ rn-r;vs, 7n*s/s, c 2 -c 6 r;^y^;ps, n-c 2 - 
io c fl T;w*y-f;i/T5/s» n-c 1 -c 6 7;wwt'5/s, n, N-v-Ci- 
c 6 7^;i/7$;i, n-c.-c^t^jv^jv/^^)^ n-c^-c^ 
7)V*FJ\r?*%JVrt : e-4n& n, N-^-Ci-c^r^^^A^-f jvx, 
N-c 2 -c 6 T;i/^n;^;wt ; E<;i/*, Ci-c.y;^;!^ 1 ^ n-c : - 

15 n-c 1 -c 6 t;^;V7.;^-;v75/*, c r -c n 7^ 

mMtfffl&vitw- c j - c ! o 7^*;wjPAHWe.^5» e>s^$n 

fi«o^«Eftc 1 -c 9 Kiftiiat, ^ttn©«ffiic 1 -c 9 igj»»a£, »tt«©*tt 
?a© c j - c 9 m mm, c x - c 6 7;i/3 * c t - c 6 7;wi^*-g#> 6 

6 M ©^x olSf b < teXrP 1/ > -> 7 x - ^ 1/ > > 

Si Oltfn^ AfnJIf ^ i i^^fe 0 l 5Mt§ l b 3 Si© 
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c x - c 6 7)V*)Vttm, c ! - c 6 T;m +«c , - c 6 * *>#;m* 

! - c jmmm, ^mo^mmoc , - c 9 m$mmmL < «n- c l - c 6 t;i/ 

R\ R 4 , R 6 WR 6 ^-etl^n^5LLxT, 7K^M^, TS.;m. tDVrt^ 
uir>m^ tFD^>S, *;U=Ul^> C x - C 6 7; C^Ce 

#;i^*~>,«, zs7;m, xfryy^-um, ^hni, ad 

c % 7)V*)Vttm, c ! - c 6 7;i/n^i>SR7jcc x - c 6 7;P3^#;]>#-;p 

^^^S^TMm^nTViTfeJ:^, a^©»c 1 -c 9 jit«», urn© 

m(Dc 1 -c 9 mmrnm^'t'b<of)\ xi±. r 3 rz>*r 4 ^l<«r s ^r 6 «^ 
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mmx\t^m<D^m\<Dc x - c jm^&^v < \t 5 x« 6 io^dis 
^l<«, r 3 , r 4 , r 5 s.ot 6 «-^^^t, m&rv-jm* 

r 7 ^r 8 nfcamo» c : - c t mtmm, -mm^ma c x - c , 
5 mm ^^©is»c 1 -c,miftifc*, »««©^iipft©c l -c 9 i&ttjiafi, 

y-r;i^ N-c 2 -c 6 7;i/^y-f^75ys, c 2 -c 6 y;^y^;i/^5>s, 
10 c ! - c x o 7;i^;kfr;w w n - c x - c , 0 7; wi^^^i/A^-r 

C 1 -C e 7)l3r))stt&. N-C 1 -C 6 7WXJl/7r ; E'f;H < C^-Ce 

- 5 y & c x - c 6 7;io ^->^ytc x - c 6 7)\>u * s/*;^ - 

15 r 8 ^7^hs, 7^y*. ti)vn^)vm, *jwt^ji/7$;i, #;w\* 
^e^oi^^S, x^77^;n, -hds, * 

*;i^;P7s/x, c 2 -c B 7;w*/-r;w*> n-c 2 -c 6 7;^/ 
-oi^/s, n-c 1 -c 6 7;wv75/*, n, n-^-c x -c 6 7;m^ 
75 N-c 1 -c 10 7;^;i/*;w\ ,; t-r;^ n-c 1 -c 10 7;w^^ 

20 ts)vn^-( n, N-^-c 1 -c 10 7;w^;wt ; e-i , ;v^ n-c 2 -c 
6 7;p^-^;i/^;w\ ,; E-r ^s, N-75/Cj-Cio 7)V^r)Vti)vn^ )m. 
N-c 1 -c 6 7;^rJ^vc 1 -c 10 7;^^;^*;^;^^'^;^s> N-c 1 -c 6 7;i/ 

3 * i/%)l#-)ic t - C j 0 7)V^)Vt!)Vn^ JVM. N-C 1 -C 6 7^3^^ 

#;i^-;W7i5 yc r c j 0 7;wi/*;wt^e-r n - c x - c 6 7^n*>/ 

25 *Jl/#^7$ 7 C J - C 6 7J1/3^>')!jM-M, C 1 -C 6 7;WW5 1 ^ 

N-c 1 -c 6 7;i/+;i/^;P7T : e-r;i/»> c 1 -c 6 7;wi/7>;i/7^-;i/S> c 

i-C 6 7)V^-)VX)V^zl)V^ N - C ! - C 6 7M;VX JV*^Jl/75 y i, c x - 

3 - c 6 ^ o y jv^jw ; w t^f )vm> & % m*. x> mi £ n s mmm > tr u 
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5 xtmmm^ximnm^$> d , 

ttl:NR 9 (zl^z^x, r 9 ^7jcmnB\ *;V5,«, C x - C 6 7;Wp>>I/X 
;1/tH-;^ N - C ! - C 6 7;^J^^*r JI/7 5/1, C.-C^JVn^tl 

c 2 - c 6 y )vk j ^masn -c^c^ jfr^frtDvrx^ 
10 Mfrzfc%m^mR2n&w&Mx\mmmmT*w&tsnT\,*Tb£\,\ m.m 

c jilted, ^^©TOfo© c x - c 9 iiiifi< «c x - c 6 7jww 
D-vvjim, ^>v^rvv)^ ^>^/huryu;us, ^> ( /77^m 

5. -«5£ [II] 
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nhns, ;\D^>if, tHD^i/S, *)m)iy$;m, 

a, n-c,-c 10 7;i4™wm, N-c 1 -c 10 7;wi^;t-#;i/A* 
t-fihi, n, N-^-c^CioT;^;^^/^;^ n-c 2 -c 6 t;u 
io tr-jitijut^ji^ N-TsyCi-CioT;!/^;)/*^;^^;^ n-c 
! - c 6 7^3 c ! - c , o )vn^ jvm, n - c t - c 6 7;i/3 
#;u#-;i,c x - c ! o rjv^-jvtuvn^ JIM, n - c x - c 6 7;P3^->*;^ 

c 1 -c 6 7;WP7.;u>'7 : E-r;i/*, c 1 -c 6 7»7;i/7-<^n 1 c,- 
15 c 6 7;WK*;M^;i/g, N-c 1 -c 6 7;w^;i/^;i'7$ys, c^c 
6 7;pn^^ c 1 -c 6 7;pn^->*;i/^-;vs, N-C 3 -C 6 ^d7M 
jit % J c 3 - c 6 p 7; wi^^SRtf n -c 3 -c,^d 7;p^;v 

bfc,N-c 1 -c 10 7;ww#;w > w kin - c 2 - c x 0 7)i*jitt 

25 Tfe<fcK iMB©ttSlC 1 -C 9 |&l&ija6, MW&fDC^-CgjM^ 

fcafi^C^C.IgflftBaS, ^ttttflD^IBPRlOCx-C.J&lftUia, C 1 -C 6 7;i/ 
3 * C a - C 6 7;^;P^^atRtXN - C , - C 6 7Jl*)l>T 5 J S 5 
i¥£ t)SiR$tl§em»^e)?5:S^«J; 0gft£ft5g&g£ 1 xte^n&±^i> 
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m?7W)vm, ^x-;n, hvrvvjvm. trusts, m^-j^v 

U-V/U;PS, ^>^7yUM, "*>\/hU7VU;i/S» ^>\/7^n;i/SR 

zt*7u>vtt^73L-)vm^te%m£K>Mmnzmmm^ sharps. 
zMMM^fr <oisiZ>w& o munz^um i m^tc k> i & n l 5 »rr 

* 1 ft Vs h 3 ^'14<Dltm^S^«, 

7 -hnS, AD^^ff, kFn^I, *)l$.)im, 

&JU$)V7$S&s TU-;i/S, N-7U-;V75/S, 7U- 

;i^=f~>s> c 2 -c 6 7;^y-^;vs, n-c 2 -c 6 

15 7;kfr/-r;]/7s/g, 7D-f;n, N-7D-r;u75ys, N-c 1 -c 6 7;i/ 

3M1/75/S, N-C 1 -C 10 7;Wl/^;Wt ; E-l';i/», N-C r C 6 7MJV 

x^7t^;ps> c 1 -c 6 7;wi^x;P7^^;i/S> c^c^i^x;^ 
n - c ! - c 6 7MJi/7;^;i/75 c^c^jv^jv^m, 
c 1 -c 6 7^n^^s > c 1 -c 6 7^n^^;i/^-;p^ n-c 3 -c 6 ^d 
20 7;wkf=-/S, c 3 -c 6 ^n7;i/^;i/^vSRt;N-c 3 -c 6 ^i7P7 

frfcmvmic , - c 9 mmmm. miomoc! - c 9 j»«, n- c t - 

C q 7)V*)V7 5 7 3* L < « C x - C 6 TVI^a ^ yS, 
25 R 3 , R 4 , R 5 RtfR 6 te, ^t«SUT, Tlc^M^ 7==/S, #;W\ ,; & 

x^y^M, x;i/*S, -hoi, /\ny>if, kh*n^>S, 
*)V*)i73.;M. c 2 -c 6 7)Vti/^)m. n-c 2 -c 6 7M 
;-i)VTs.;m. n-c 1 -c 6 7;wu75/^ N-c 1 -c 10 7;w^;i/ 
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c 1 -c 6 7)V*)V7>)V74~)V& c.-c^^^x^-jvm. n-c^- 

N-C 3 -C 6 ^9U7)V^r)V75.JM, C 3 -C 6 ^D7W 
5 t^»N - C 3 - C 6 is? D 7)V*M)]/n^ £ t>m®. 

mm^mmc, - c 9 m&m& * mi©iidc x - c 9 mrnm&Rzs^mo^ 

15 N-c 2 -c 6 7;p*y-r;P7$ySx N-c 1 -c 6 7;wi'7$y*, n, 
n - p - c ! - c 6 7M;i/7 57 N-Ci-Cj 0 7; wt^^n^-r 
n- c ! - c ! 0 7;w^^-^;wt ; E-f n - 75 / c t - c 10 7;i4M;P 

c 1 -c 6 7M;^;V7-f-;n, c 1 -c 6 7jwxwxjh > n-c^- 
20 c 6 7;WPx;u*n;i/75/S» c 1 -c 6 7;i/n^->a> Cj-c.y;^*^ 

25 x - C 6 7)Vn * >^&7JCN - C , - C 6 7; WP7 5 7 & ft J; t) W6& 

7U-;i/«, xft-rs^;>jji4 w>;>jjh, 5 l 7Vu;p*. z-rvrv 
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^>i/ft7i^Ai, 'W/-fs^\/u;wk ^>y^u-yu;vs, ^> 

5SM:D8tfn5^D®^*l3**MifcD lfcV*U5flWr*l&V*l/33lttt 

m c ! - c 9 jgA&%& #feii©&?n c x - c b < \*&&m<D*mi0 

tWlDC, - C JifJtt*© L < Wi^MOC! - C 9 IMSfL 
<«5^L<^6M or>&ft&£3!t& 5 * L < « 6 AOTffifcl 0&*StX Ji 5 g 
Ktt6l0AfDgS«l^t<H R 3 , R 4 , R 5 ^R 6 (i-il:fi:o 

R 7 te> R 8 Cfim$tlfeM©»C 1 -C 9 »^ aMO^5f0C 1 -C 9 

20 mmm. ft&m<Dmfa c x - c 9 itj»s> #&^©*&bj© c t - c 

*;wt^-f 7 u 7 u 7 u 7 u - 

c 2 -c 6 7;^y-r;p*v N-c 2 -c 6 7;^y-f;i/75y^ c 2 -c 6 7;kfr 

25 N-CrCe^WS/S, N, N->?-C 1 -C 6 7;i'^ 

;l/75/S, N-Ci-CHmMJV/WjH, N-C 1 -C 10 7W5 1 

N, N-y-Cj-c.omiWM^m N-C 2 - 
c 6 7;i/dr-;^jw^-r;^ c r c 6 7;^ms, n-c 1 -c 6 7;u^ 
;^;V7 7t-fjvs, c 1 -c 6 7TOxj|/7^M, c 1 -c 6 7;i/^x;p 
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C j - C 6 7)Vn *z/% N - C 3 - C 6 D 7)V*)V7 5 7 S&tf 

n - c 3 - c 6 v ^ n 7) \>*c)\,% Mvzj z uz>m& ?) m$iz n&»«> 
-ry^i7-i/u>s, -rv5P7i/u;i^ -y^i/d^s, w/'j^s, ^ 
5 7W)i>&. ?7P7WAm. fxrjn, h'jyyjM tru^s, tf 
7S?=;«, tfu^-^s, tru^n;^ tf^yy;i,g, 7*))vm, 

ssm: d a^s n« 5 xtt 6 ioat Dists* o msii£tiz>w&m. 

io /TO-f;^*^ #;i^*~>;!/£, x^Tt-f 7J!/*g, -bug, 
*;i/5;i/75 7*> N-7^;i/^;i/75/*, 7^ 

;w3-^>s, 7U-jux;p*n;i/S, 7U-;^;P7r ; E-r;v*, n-7U-;w 
*jw\'KjH, 7o-r;i/S, 7P=^i/S> N-7D-r;P7$yg> c 2 -c 6 
15 7;i/*y-r;i/*, N-c 2 -c 6 7;^y-r;P75y*. n-c^-c^wkt 
n, n-^-c 1 -c 6 7;p^7$/S> n-c 1 -c 10 7;w^;p 
n^E-r;^ N-c 1 -c 10 7;w^^-*;i/;t ; E-f n, n-^-c^-c 
10 7;^;w;i'A , t'fJH, N-c 2 -c 6 7;^^;^;i//w;^> N-75 

/ C ! - C ! o 7)^)Vts)Vn^ JVM. N - C x - C 6 7)Vn*ris C t - C x 0 7)V 

20 *;i/#;w\*^f;i/g, N-c 1 -c 6 7;U3^^;i/fc;i/c 1 -c 10 7;wu* 
;w\^ )i>m, n - c ! - c 6 7;un ^>'*;^-;i/7 5 / c x - c 1 0 7 Jibuti 

frft^-i N - C x - C 6 7)1? *i/*))]/$~)l>7 5;C r C 6 7)VU 

)Vtf~)vm. c.-c^jv^-jv^m. N-c 1 -c 6 7JV^)V7,)Vy7^jvm. 
c 1 -c 6 7;wpx;P7^~;ps, c 1 -c 6 7;wvx;i/^-;i/S, n-Cj- 
25 c 6 7;i/^;i/XJi/^;i/7ays, c 1 -c 6 7;i/P^rv*;i/^-;i/S, n-c 3 - 
c y s> ^n-c 3 -c s ^ n7;u^jp*;i/A ; e-r;i/* 

t!'J$yr:M, tfU^-^X, ^yVVJVM. fh7tH 
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vmnznzBxuGmv^ummmfizm^T-ummmi&vtc, n-c 

!-C, o 7)V^rM)Vn^ )im. N - C 1 - C 1 o 7; JWN'^ 

5 m^n^g^s, 

YteU mmm^. S = O n (££K:£^Tn»0&^L2©e$c£^r) 

io i-cjj^+^i, c^CsTJi/n^^;^-;^ c 2 -c 6 7;kfr/-r;i/ 
imn - c x - c ! 0 7;wv#;v/^-r e>s&£ft&gf&* 

igia c ! - c 9 fltTO*. #&m©t^n c , - c 9 mmmm > »tt»©^«sft© c , - 
c jmmm^v < \$c x - c s 7;wpx;v#-;i«fc5**r) , 

15 Zfct »&7y-;Hk C 6 -C 8 ^n7M^H, C 6 -C 8 ^07M 

^xn;i/»acc 6 - c 8 a 7JP$-:i;i/a&a> & o giR£ 2 fc v> 
y x-;n, if u 5W», if 5 >^;i/S> try ^ P-im, tf u ^>>- ;i^> ^ 

sw^ns 6 i©Afassgu< «gmir?, 

» «fc o^«ns^xPM^5r i mm^tc d i ^usfitts 2 

6. R^js/s, #;w\^;i/S, ^ji^^s, yyy& 
25 7 7^iH, tjp**, zhDS, An^>if, tHP+^s, 

tf;^;!^/*, 77ml, 7U-;i^k N-7U-;i/7$y*> 7U- 
7U-;Px;^n;^, 7U-;Px;i/7 7 ; &-r;^ n-7U— ;p 
^w^-oi^ 70^;^, 7D^->1, c 2 -c 6 7J^/<;^ n-c 2 - 
c 6 7;i/*/<;i/75ys, N-c 1 -c 6 7Ji/^7sys, n, n-^-c x - 
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C,7K;V75;S, N-Cj-C^J^^^WX^OWk N-C x -C 10 

n - c 2 - c 6 7;Pdr - ;w* ;wt^t>f c x - c 6 7)V*)V?-*m. n - c x - 

5 ;v^x;vtJn-;vs, N-c 1 -c 6 y;wi/7.j^-;i/7$ys, Ci-c^P 
n^v'S^c , -C 6 7;i^n^^*;P#n;PS^6^:S»«t oaiR£ft&g^ 

3RS<««tibfeN - c x - c x o yjvwj^^^f e> & & sjr$ n 
EM©^fnc 1 -c 9 ji&ji^s, »s«©ifiaic 1 -c 9 iett»a6, ^s«©^tt 

ft© c ! - c , jitJteftak c x - c 6 7)V3*i/&R&c ! - c 6 7;p^;^^36^ e> 

tKD^>i, ^jvs.)m> *)U$)i7$;M, n-c 1 ~c 6 7;wi^7$/s, 
c j - c 6 7^^^^^ c 1 - c 6 7;i/n =^>XRtf c ,-c, 7;un 

25 m©^d c t - c 9 msmm. mmo^ma c t - c 9 iit«s, ^tt«a©«a» c 

, - C 9 |&J»jRS, wsifn© C ! - C Jifflfrfi^g b < «N - C l - C 6 7)1 

^7$y»7?*D, 
r\ r 4 , R 6 M 6 ^nfn^]ibT, tMsub 1 , 7^ys> 
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u*f>Bft* tHD^yl, c 6 7)V*)l?-JrM. Cj-Cj 

mwmm~?mmtiT^Th^\ mm^m^c^c^mmmm, mm 
(Difrnm c.-c 9 miftm&, ft&momu c x - c 9 mmmmm$ft%m<D7fma 

c 6 7)V^r)V^m. c ! - c 6 7;i/3 * Wc x - c 6 7;i^ 3^># 

10 ^n^±WLTV^T%ck^, 7U-;i^ Xtttru'sWSk tf^^n;^ 5 s - h 
3 5 X « 6 IC^OlIf L<ttlfl/>W>'7i -^S&O^ 1/ > 5? 

*m c x - c jmmm. c , - c 9 iniif l < nft&m<D^& 

m<Dc 1 -cj^mmM^'rh(Dif)\ x&, r 3 r^r 4 ^u<^r s s:z>*r 6 «^ 

20 mmxitfr&M<D^&m<D c 1 - c 9 j»jis^ t, < « 5 x«: 6 ioat ngts 

£«U ^L<fcL R 3 , R 4 , R s 0R f l«)5;^T, 8f£7U-;W££ 

r 7 ^r 8 nrcmmomm c , - c 9 »j^», M©TOfn c x - c 9 

25 rv-im. 7U-;w^^S, 7U-;px;^~;ps, ro-jv^yr^ 
N-7U-;i/*;wt ; e-r;vs> 7n-fM, 7o=^>s, c 2 -c 6 jm 
y-om, N-c 2 -c 6 7;i/*y-r;i/7s/», c 2 -c 6 7;v*/'f ;v^~>s, 
N-Cj-Cem^ysyi, n, N-y-c,-c 6 7M^7$;i, n- 
c ! - c , 0 tj^mjwk^ )vm. n-c 1 -c 10 r^^-ttDvn^^, 
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Ci-CeTJWi'^S, n-c 1 -c 6 7;1/+;1/x;P7t ; e-<;1/S, c 1 -c 6 
)VX)Vfc~)i7s.;m, c x - c 6 7;P3^->sjsl7_kc , - c 6 7;^rI^>;*;;^#- 
^-r;^*^*, #,M^>;i/X, ^^yt-fM, xjwi, nhns, * 
-Oi^y*. n-c 1 -c 6 t;^;1/T^/S, n, N-^-Cj-CgT;!/^;!/ 
io ^i/A^;^ n, N-^-Ci-CioT;^;^;!//^^;!/*, n-c 2 -c 

n^^;^n;i/C a - c x 0 7;Wl^;i/A ; E-r N-c^-C^^n^ 
;P7 $;c r c lc 7;Wk*7;wt : &-r N-c 1 ~c 6 7)Vn*i/ 

! - C 6 7)l*)VZM~)m, N - C x - C 6 7)l*)lZ)V-fc~)l7 5 7 C x - 

c 6 ^ n-c 3 -cv>#d t;w^^t $ /SRtf n - c 

S 5 Xtt 6 M0^^P^aMtMc^A^nm*^«mL7c:, N- C x - C , 0 7;V 

25 YjWWSIFP, *: S=O n (££££V>Tn«0ftV>L2©»£^T) X 
C 2 - C 6 7M J -f N - C x - C ! o 7)V*)Vil )VA^ )V 
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c 9 m^mm, fr&.m<D^mi<D c 1 - c 9 jg n^^u < k*c , - cmn 
•svyji/S, *>\r?-7)/vn& ^>r/bU7»/u;ws, ^>y7?~;vg& 
io 5 \zmm<D<k&®x\z j t<DmM±.w®isn2>i&o 
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because they relate to parts of the international application that do not comply with the prescribed requirements to such an 
extent that no meaningful international search can be carried out, specifically: 
(See extra sheet.) 



3. Q Claims Nos.: 

because they are dependent claims and are not drafted in accordance with Ihe second and third sentences of Rule 6.4(a). 
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This International Searching Authority found multiple inventions in this international application, as follows: 
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claims. 

2. Q^J As ail searchable claims could be searched without effort justifying an additional fee, this Authority did not invite payment 

of any additional fee. 

3. As only some of the required additional search fees were timely paid by the applicant, this international search report covers 
only those claims for which fees were paid, specifically claims Nos.: 



4. ^2 No required additional search fees were timely paid by the applicant. Consequently, this international search report is 
restricted to the invention first mentioned in the claims; it is covered by claims Nos.: 
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In claim 1, a large number of substituents are given in the definition 
of R and the relationships among these substituents cannot be understood 
from the statement therein "optionally having one or more substituents 
selected from the group consisting of substituents selected from the 
group consisting of - - - - , 5- or 6-membered heterocycles selected 

from the group consisting of and substituents selected from the 

group consisting of substituted by the above heterocycles and 

substituents optionally substituted by the above substituent selected 
from the group consisting of Thus, the meaning of R is unclear. 

The same applies to the definitions of R3, R4, R5 and R6. 

Therefore, the scope of the compounds involved in the general formula 
[I] are unclear and thus claim 1 does not satisfy the requirement as 
defined in PCR Article 6 to such an extent as enabling any meaningful 
search. 

Claim 1 involves an extremely large number of compounds. However, 
it is considered that only small part of the claimed compounds are 
supported by the description under the provision of Article 6 of the 
PCT and disclosed therein under the provision of Article 5 of the PCT. 

Such being the case, the international search was made exclusively 
on the part supported by the description and disclosed therein, namely, 
the case wherein R is optionally substituted phenyl, and Z is phenyl, 
pyridyl or pyrazinyl. 

The same applies to claims 2 to 6. 
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